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(54)Title: CARBOXYLIC ACID DERIVATIVES AND DRUGS CONTAINING THE SAME AS THE ACTIVE INGREDIENT 




(57) Abstract 

Compounds represented by general formula (I), nontoxic salts thereof or hydrates of the same; and peroxisome proliferator-activated 
receptor regulating agents containing the same as the active ingredient, wherein each symbol is as defined in the specification. Because of 
having an effect of regulating PPAR receptor, the compounds of the general formula (I) are useful as hypoglycemic agents, lipid-lowering 
agents, preventives and/or remedies for diseases associating metabolic errors (diabetes, obesity, syndrome X, hypercholesterolemia, 
hyperlipoproteinemia, etc.), hyperlipemia, arteriosclerosis, hypertension, circulatory diseases, overeating, ischemic heart diseases, etc., HDL 
cholesterol-elevating agents, LDL cholesterol and/or VLDL cholesterol-lowering agents and drugs for relieving risk factors of diabetes or 
syndrome X. 
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f-^v>+^— If (TK) y ot- ^ -iKT^fl/y 7 x 7 -Ifil^M 
^9 9-tLX. PicaGene Basic Vector 2 (i8i&£, U9U7 No.. 

309-04821) ^^v^ol?— tf#iifcf5^*$J*)tliU TK^-^tt 
OpTK/3 (^nVf^^tt, *^o^No. 6179-1) frb'&mM'hWfv*:- 
10 ^-jSfitUTK7*o^^- (-105/+51) $6eTO;V->7x7- fe'&ft 
M^^-pTK-Luc. £{fr£Lfco TK/d^-^-IIC^?) 
^fe?B?t*iGa 1 4m&<Dfcmffls UAS^4lIf)lUx>yN 
^<9—E?!l&J?AU 4XUAS— TK — Lu c. £#gU 

15 g#ij#-ti : g a 1 4m&fc&mmzm&Lfzz->^y4)— mm 

5^T(CGA(XK3AGTACTGTCCTCCG)x4 AGCT-3' 
S£#G a 1 4Se^DNA^^^O*;l/**^rv^3S^rt$^n h P 

PARa, 7 *tz\±8%®w) if> Y&&m.*m&z*ttz** 

6£$&S1~<&^ 9-*&>T(D£ 7 lCffr£L£ 0 1-£fc>*K PicaGene Basic Vector 
20 2 (ign B q£, ^*tt * 9 n ^ No. 309-04821) Z^Stm^? 9~tL 

Ga I 4®6^DNAi^^^ l#i^P> 1 4 7#§ * -COT 5 J WSM 
i n - D N AT^K thPPARa, y * fc»±£##0 >; #v K*££-£ 
25 &t 3 - * D NAi J 7 <£ 9 LT\ PicaGene Basic Vector 2 

(Mfc) oyo^-^- • *y»>v—m&Tmzn\Ltio s&si 
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ify Y'&itm&or 5. /£3g£liS V-4 0 T-anugenfc*<^MTv:r-?-;K 
AlaProLysLysLysArgLysValGly (gB?0#-t 2 ) i 

5 xvAttt, 4 V7;w^>if 0^v^^/f--^xvf h-y % TyrPro 
TyrAspValProAspTyrAla (E?iJ#^-3 ) ti!f^#ih=f K 
>*J®tcE^<5,J:^^DNAS^Jt Ltz a 

t: hPPAR a, yitziiS %®W<D »J # > Kfe^« t LTfl|v>fc«£a 

iE^^-lix R. Mukherjee^ (J. Steroid Biochem. Molec. Biol., 51, 157 (1994)#M) „ 
10 M. E Green h (Gene Expression., 4, 281 (1995)#$0 , A Elbrecht^ (Biochem 
Biophys. Res. Commun.. 224, 431 (1996) # M i tz l± A Schmidt h ( MoL 
Endocrinology., fi, 1634 (1992)#JH) h P P A R £##<?>*ili£ Jfcgc 

thPPARa'jr/ K*S£^& : S e r W*-T yr« 
15 t FPPAR7 V ify : S e r 176- t y r 478 

thPPAR d KH-MW: S e r«9-Ty r 44i 
• (lifPPARriS^ t h PPAR7 2^##-CJ±S e r204_ Ty r 506 
.KffiMSU £<|BJC£&E?iJ'e<&*o ) tn-KI-^DNA^^BL^o 

20 £Ga I 4lfl^DNAiS'D^^ l#i^^> 1 4 7fgJW5 y^E^iJ 

* 3 - ki-& d n a KM-t&zm^t 9 - i>^xmm Lfc. 

2) thPPARc, 7 ifcli^#Mv^>7x7-fe7^'f 

e±fflfifcLTfflv^CV-l«fttt«ffiK:ttoT««Lfco "Ifcfc*., ^ 
3 7>Jgjfc (DM EM) tC^I&iBlfll^ (GIBCO BRLtt, U*?u 

25 ^ No. 26140-061) fcfc&g 1 0 i ? KgsJfllU $ 5 0 U/ 
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m I (D^i/V >G£5 0 M g/m 1 ©fgR^ h V? h v-f S^fcJnx.fcigifc 

^— «fe^F, Ga 1 4-PPARH£^*-OWDNA£a±*fflll& 
MAtJb7>X7x?i/3 >fc|£U Mfc^&l Ocm dishK2 X 

5 1 06ceiisi$®LTi3^ fam*&z%^%m?-®m&&ft*mLfz^ m% 

mi 0ml tj&DX-fco l^^-^-ilfS^l 0^ g. Gal 

9 * -0.5/* g tljpofectAMINE GSiS£, GIBCOBRLtt, * * n ? No. 18324- 

012) 5 o fi i * J: < u ±ia^Sdish^^ijn L£„ 3 7 5-6 

ftRfflBtt. 10ml 4>S4NMn%Jlitii? (GIBCOBRLtt. # ? a ^ No. 26300-061) 
10 2 0 % *£tf*ttfciHl*.fc. 3 7 t-C-l&igg LfcSL fflft* h 'J "/v 

C J: oT&ltH, 8000 cells/ 10 0ml DMEM— 1 0 %%ffi$&Mh»f&<Dm 

^0 2l&iftflE*£fr*5l#ffc^©DMEM- 1 0 %St#rifil?ifi§T£l 0 0 
^ 1 **JnL;fc. 3 7TCC4 2BH«*U flfitiSft^^ ^SCffiot^ 
15 v7i7- tfffittSriH3£Lfco 

PPARaT^-X MSttfcHLTtt, P P AR « £**LT^fj£fc/l/~>7 i 

7 -**5?<0*K^**st£ft-? i * mmtmit&m * )\>>^ * * v > (eut. j. 

Biochem., 233, 242 (1996) ; Genes & Development, Ifi, 974 (1996)#)8) 10^ 

20 *H§te£^2 1 fcacLfc. 

PPAR77^ USttKKLTtt, PPAR7 t:»LT^rSJC*">7i 

ffi&ttmit&®> Yu7*)9*/y (CelL, S3., 863 (1995), Endocrinology., 132, 4189 
(1996)i5 X in. Med. Chem., 22, 665 (1996)#M) 10^ M&fflllfOA'V' 7i7- 
25 «iStt*1.0fc Lfc ge^ftfMfrfrtoLOfi M&inil$<Dffi*tr&ti£m 2 2 

PPAR 5 hffittCRLTtt, ffc^*£t&v*»f|0**8aj|il, 
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U2 1 
PPARa7=f-* 







%mm2 (5) 

$Jfeffl2 (1 1) 

mm 2 (i 2) 


2. 1 

0. 8 

3. 2 

1. 7 


m 2 

PPARy T=f-X 






mmz (12) 


1. 4 
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£2 3 





ME (nM) 
0 1.0 10.0 


%mm2 (22) 

%WM2 (9 3) 
%WM 6 


1.0 9.3 6 6.7 
1.0 3 6.1 5 4.7 
1.0 11.9 6 1.6 



$&KKAy/TaV*X (1^7E) £ 7 (#E3 5-4 0 g) T'A#^ ft 

mmm^B (ob) > jfiL^^i^jm^ii® (hv^v-ty k (to 

m Kafe^<»^»t*ffftv\ SH «t *) 2 BlSk *H^k^*0.03% (w/w) 
•^■O^ *> L < tt»*ft*R«> & O-ejlfU, @W 3 0 g ©13 : OOKj&fiLfc 



%2 4 





IfiLlHi (mg/dl) TGfi (mg/dl) 
3B 3B ; 


mmm2 (12) 

&&38.9mg/kg/day (&$T1i) 


495±35 558±107 
214±19* 221 ±66* 



* : p<0.01 vs 3 V h n -;v (1 &7E) 
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ilteSDyyh (1&7E) i6mffi?XW&s *yy7)\"r-V\zx, IM 

®*m®£x&&mm££u f m&-?mi?i, nuts-**,, . 

nmmt&MB (OB) 9:00«^m*>«ifllL, ifil+IiiM (M^V 

5 K (TG) H) , S£8tJltflfr& (NEFA) > ^^fo-^ (TC) H 

CJ:SS^It*ff«:v\ #A7^-^-O^P^^*/MStcL/c 0 30, 17:00 
fc*5&Wffc^*0.5%**#*S'*?-A>*/un-x (CMC) *»ift»CT»j» 
ftP«#U ^Cl|3l/Afn-jvt (f-*-*Xy/<-tt, CRF-1&* 

10 *ftLfc. 

HRH^l Hi9:00KlS»««Ifil*ff«:V\ 2|C^b^S^Olfil*Ji® 
(TG, NEFA, TCtt) fcWJgLfc. m^2 5C^t. £ib\ 
tt<£%fil 0mgX3/k g/day^PS-^tfifcofco «l?l:{±3> 
ho-;^ (o.5%CMC«4) t'J:IfW11:«4lfMfttf^I 
15 vM±E#>^ft£^o£ 0 



^2 5 





TCH 




NEFAlfi 




(mg/dl) 


(mg/dl) 


(nEq/0 




188±5 


147±9 


489±66 


mm 2 (12) 


70 ±5** 


100±14* 


178±14" 



* : p<0.05 vs 3 > h n -)V (1^725) 
** : p<0.01 vs3Vhn-;l/ (1SE7E) 
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5 mm 

amm\t. pp AR^m^^mm-t^wm^ lx^*> , smwrm. mm& 

tih<oimmmK? ? AR httffii3j:tf/3:£ttPPAR7 r=r 

ffiM, HDL3l/^tn-;l/J:m LDL 3VXf n-jvijitf/ifctt 
*i£><7>7fcfn!&liPPAR S yzf—7* YftmiG LX^Z tztb, HDL^^f 

wrntLX(omm-mm^ix> ^h^mm^^m, jm»*t*k mm. 
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mm 

(i) -emzumfkwit&m. ^(otm^o^ mntm, ttia 
io tz ttmtu oj&t&S- £ a & <, 

#fi> fcTOWKJ:*)!** 
SIT. J&A— A*fc^ l@lco£, 1 mgri»<b 1000m gOf&fflTN 
1 B 1 @#*k&@$£P&#£:fi&#\ 4fcttjfcA-Afcfc»K l@tco§ % o.l 
mg^MOOmgOil-C, IB 1 0*?»»lll*ePS# (#4 L<fi, 9 
15 Sfctt 1 B 1 mfrh 2 4ISiO«iTlIfli:^ 

*>*>*A>iKBLt:x)K.^ $m-mm*<D&®-\zx^xmb-tz>v>x*, ±ie 

So 
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®J£*tS&3J (^*5>BI, 7^7^81) $t&&$ti. Hfftf-&oT 

mm. mum. futsu traau «u*si, ^##j> fiarau 
&*ti&±<Dm&®ni®mz®m. mmtz&iUtmtxm^btLZo mm 

*Mtsk mffiitm. wmm. u&Mmz$A,x^xi>x^ 0 i^^i±tra 

25 ^SPS^fctfo^o^gaRL-cidu v>toitz\tztiizk±<Dm&%) 

ft*^*, a&^J:»)«fc^$tt*nfflm &W3J> iftASU 
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#J<a$&&;£&l±.M£lf#@®f^ 2,868,691 «fca r E$&3,095,355 ^-£f£L 

15 s^gai 

3 h^fv^ Y*i"<vXT)\>T\!. K 




20 3 -fc KD*^oX7*fl: K (2 0g) , ^nn^fjMf^x-f ^ 
(2 5ml) ^Jrlfy/f V/ne^x-f-JUT^ > (114ml) OfF7k K 
D75> (300ml) *fc*SfifcTl*Mt#Lfc. E£fi£*ifcK:*** 

25 g|j*y'J*W7A^n'7h^77'f- («MMf> :Mt*f'JI'=2 5 : 

68 



WO 99/46232 



PCT/JP99/01134 



1) "C*&gU T£«rtif&*>rr*SB*t&* (2 3g) *®tz 0 
TLC:Rf 0.65(^^-9->:|^g?Xf-;l/=3 : d; 

NMR (CDCI3) : (5 9.98 (s, 1H), 7.42-7.56 (m, 3H), 7.30 (m, 1H), 5.24 (s, 2H), 
3.50 (s, 3H) 0 

5 

^^vfl 2 

3-* Hr'>* h*~;"<W*T*3-* 




10 

*3HbT>i/$-*A V^-«fA (690mg) Or h^fc Kn77> (60 

m 1 ) mmm-m%w 1 -cm L/dk^ o.og ) orh7n*o77> 

(4 0ml) &ft£iJD;t, M?3 0fl-W«#Lfc. ^&*$%K:&fttiEft 

15 fcfelSLfco &TO£vl>7Wl'#7A?nv h^^7^- ('MM^lBfc® 
x^;u=3 : 1) -c^L, TE^&ffifcWI-^Sft^ (2.5g) 
HjC:Rf 0.39(^^r"9-> : S^K^^=3 : l); 

NMR (CDCI3) : 5 7.25 (t, J = 7.5 Hz, 1H), 7.10-6.95 (m, 3H), 5.20 (s, 2H), 4.70 
(d, J = 6 Hz, 2H), 3.50 (s, 3H), 1.75 (t, J = 6 Hz, 1H) 0 

20 

3-^ h^rV^V^^^D^ K 
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##m-e©i£Lfc'fl:£^ (2.48g) ^irfh'J7x-;w*^7^ v (4.64g) 

(D&itti-vy (isomi) ®mm$k\t$m (7.34 g ) zm*., m&-e3 0 

ft^x^;v=5 : 1) TE^tt^Sr^l-S^S^^l (4.41 g) £# 

TLC:Rf 0.71 (^4r^> I ft^x^^=2 II); 
10 NMR (CDC1 3 ) : 8 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.45 

(s, 2H), 3.50 (s, 3H) 0 
##ffil4 

15 




##^3-eS3tL^fc^l (4.41g) , ft7V3-^f^ (1.5ml) , 

« 

^*V->A (2.45g) iS.fctfa'Mk* (2 5 Omg) 07-bf-h'J;i/ 

20 (5 0ml) m&WL*3#®MW.Lt:o *>&£&*gL 

5 : 1) «U T©»ttHt^*«Hft-&* (2.81 g) &#fc 0 
TLC:Rf 0.57 (^^r^> : gfc$x?-;V= 2 II); 

NMR (GDd 3 ) : S 7.25 (t, J = 7.5 Hz, 1H), 7.05-6.90 (m, 3H), 5.20 (s, 2H), 3.80 
25 (s, 2H), 3.75 (s, 3H), 3.50 (s, 3H), 3.10 (s, 2H) 0 
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mm 

2- (3-l:Kn^>7x-;MfW) • * Tfr^Xrfr 



5 




4 tUilkLtzit&m (2.81 g) <D^/-^(20ml) 4 N- 

(11ml) fcflfl*., ga-C3 0#ra#L£ o 

10 Mx?-*«5 I 1) TIIHIU TWWtHfc*1-*««fl:*« (2.16g) 

/Co 

TLCiRf 0.45(^^r-9-> : B^g?x^;i/=2 I 1); 

NMR (CDa 3 ) : 8 7.20 (t, J = 7.5 Hz, 1H), 6.90 (d, J = 7.5 Hz, 1H), 6.85 (d, J = 2 
Hz, 1H), 6.75 (dd, J = 7.5, 2 Hz, 1H), 5.05 (s, 1H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 
15 (s, 2H) 0 

mm 

2- (3- (4- (4-^^7x-;l/) ^TV-;l/-2-^ h*v) 7 
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mW5-?M&Ltzit&® (0.30g) »fl^> (1 0ml) 
2-H Kn*y^f)l/-4 - (4-^f^7i-^) f77-^ (0.34g) 
tfh V7i-^7-f > (0.44g) £iHlx.T, MiaT*5^S^LfCo ass 

5 ^»»ki, i* -7^*w-;vy^'j^> (o.56g) £iDx.T, 

ii&m#L£„ Rj&s-&»*nyxf-^i— rfrztoz., z&Ltzo zmzrn 
- (^*v>: m®L^?-)i<= i o : i) ml Tmvs&mzGi-zzi&w 

10 ft#8> (0.51 g) 

TLC:Rf 0.56(^^r"t> : B^Kxf-;l/=3 : 1); 

NMR (CDCI3) : £ 7.79 (d, J = 8.2 Hz, 2H), 7.44 (s, 1H), 7.22-7.30 (m, 3H), 
6.91-7.05 (m, 3H), 5.42 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.39 (s, 3H) 0 

15 (1) ~*ifc«l (13 7) 

20 gffi flU (1) 

6- (3- (4- (4->Wx^V) f77-i>'-2-^ /M h*v) 7 
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TLC:Rf 0.75 I gfc&^f-;W=2 11); 

NMR (CDa 3 ) : S 7.48-7.66 (2H,m), 7.43 (1H, s), 7.28-7.10 (3H, m), 6.88-6.72 
5 (3H, m), 5.41 (2H, s), 3.66 (3H, s), 2.59 (2H, t, J=8.0Hz), 239 (3a s), 2.30 (2H, t, 
J=7.5Hz), 1.74-1.46 (4H, m), 1.45-1.16 (2H, m)o 

5- (3- (1^7*— *-4-'f fr* h*v) 7x-*) 
10 xxf^ 




TLC:Rf OSI^*** I WML***"* 4 11)1 
15 NMR (CDQ 3 ) : S 7.30-7.62 (m, 9H), 7.20 (m, 1H), 6.77-6.83 (m, 3H), 5.08 (s, 

2H), 3.64 (s, 3H), 2.60 (t, J = 6.8 Hz, 2H), 2.32 (t, J = 6.8 Hz, 2H), 1.59-1.66 (m, 
4H) 0 

mm o) 
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4- (3- (tf7i^;i/-4 -<{)V* h*v) 7x;;l/) 7** • ;* 




1TjC:Rf 0.65C\*-*> : &&3^f-)V=3 : 1); 

NMR (CDC1 3 ) : S 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (m, 1H), 6.78-6.87 
(m, 3H), 5.09 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.33 (t, J = 7.5 Hz, 2H), 
1.96 (tt, J = 7.5, 7.5Hz,2H) 0 

IMi (4) 

4- (3- (4- (4-^Wx-;l/) ^TV*-;W- 2 - 4)V* Y * v) 7 



15 




TLC : Rf 0^9(^^r-9-^ : ^if-;W=3 ! 1); 

NMR (CDCI3) : 8 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.81- 
6.87 (m; 3H), 5.41 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 2.33 
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(t, J = 7.5 Hz, 2H), 1.95 (tt, J = 7.5, 7 J Hz, 2H)o 

4- (3- (2- (5-^f^-2-7x-;^^y-;>- 4 — f ^) x|> 




TLC:Rf 0.39(^*-9-V I *»Jif-^=3 I 1) I 
10 NMR (CDa 3 ) : 5 7.98 (m, 2H), 7.38-7.46 (m, 3H), 7.17 (m, 1H), 6.72-6.77 (m, 

3H), 4.23 (t, J = 7.0 Hz, 2H), 3.66 (s, 3H), 2.98 (t, J = 7.0 Hz, 2H), 2.60 (t, J = 7.5 
Hz, 2H), 2.38 (s, 3H), 2.32 (t, J = 7.5 Hz, 2H), 1.93 (tt, J = 7.5, 7.5 Hz, 2H)„ 

15 6- (3- (2- ( 5 2 ^x-****'"'/-*- 4 -4 ;V) x > 
4rv) 7x^)1/) A^t^H-^f^W^ 




20 TLCrRf 0.51 (f\^> I #R^^=3 : 1); 

NMR (CDa 3 ) : d 8.04-7.92 (2H,m), 7.50-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.80-6.60 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.56 
(2H, t, J=7.5Hz), 2.38 (3H, s), 2.29 (2H, t, J=7.0Hz), 1.75-1.52 (4H, m), 1.44-1.26 
(2H, m) 0 
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mm (7) 

5- (3- (2- (5 - ^ f ^- 2 - 7x-;i/t^t > /-^~ 4 - ^V) xf 
*~>) 7x^) s<y? ■ ff-frJ-T.T*' 

5 

o 




TLC:Rf QJ2i{^^-y I gfc&.x?-;U= 5 : 1)1 

NMR (CDa 3 ) : 5 8.03-7.94 (2H,m), 7.49-7.36 (3H, m), 7.23-7. 12 (1H, m), 6.78- 
10 6.68 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.64-2.52 
(2H, m), 2.38 (3H, s), 2.38-2.26 (2H, m), 1.75-1.58 (4H, m) 0 

(8) 

2- (3- (3- (£7JL-;v-4->f 7i-^) 7n tf*f-jj-) 
15 RK-^fA'XXfA' 




TLC:Rf 0.73(^**9-^ : ft^*=2 : 1); 
20 NMR (CDQ3) : £ 7.57-7.64 (in, 4H), 7.31-7.53 (m, 5H), 7.22 (dd, J = 9.0, 7.6 Hz, 

1H), 6.79-6.86 (m, 3H), 5.10 (s, 2H), 3.72 (s, 3H), 3.23 (s, 2H), 2.71 (t, J = 7.4 Hz, 

76 



0 



WO 99/46232 



PCT/JP99/0U34 



2H), 2.65 (t, J = 7.4 Hz, 2H), 1.93 (tt, J = 7.4, 7.4 Hz, 2H) 0 

2- (3- (3- (4- (4-^f^7i-)l') ->f /U* 




TLC:M 0.68(^^-9- >: ft|fcr.f-*= 2 : l); 
10 NMR (CDC1 3 ) : 5 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6. 82- 

6.88 (m, 3H), 5.41 (s, 2H), 3.72 (s, 3H), 3.22 (s, 2H), 2.71 (t, J = 7.5 Hz, 2H), 2.64 
(t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 1.92 (tt, J = 7.5, 7.5 Hz, 2H) D 

mmmi (i o) 

15 6- (2- (2- ( 5 - > f *- 2 - 7xi** W/-*- 4 - -f » 
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tlc : Rf o^i(^+-9-> : B^S?^;w=5 : n; 

NMR (CDC1 3 ) : 6 7.95-8.00 (m, 2H), 7.40-7.45 (m, 3H), 7.02-7. 17 (m, 2H), 6.81- 
6.89 (m, 2H), 4.25 (t, J = 6.4 Hz, 2H), 3.65 (s, 3H), 2.99 (t, J = 6.4 Hz, 2H), 2.56 (t, 
J = 7.8 Hz, 2H), 2.38 (s, 3H), 2.26 (t, J = 7.8 Hz, 2H), 1.46-1.76 (m, 4H), 1.22-1.45 



mm (I U 

2- (3- (}£7*-)U-4-<{ h^rv) 7 i-^pt gfcg • * 



TLC : Rf 056(^**)-> I **xf-^=3 : 1); 

NMR(CDa 3 ): £ 7.57-7.63 (m, 4H), 7.34-7.52 (m, 5H), 7.24 (dd, J = 8.1, 7.7 Hz, 
15 1H), 6.87-7.00 (m, 3H), 5.10 (s, 2H), 3.80 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H) 0 

EffiMi (12) 

2- (3- (2- (5-^f^-2-7i-^W-;V-4-'f)l') if 



5 (m, 2H) 0 



10 




CH 3 



20 




CH3 



CH 3 
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TLC:Rf 0.36(^*"*> I gfc&J.-^=3 : 1); 

NMR (CDCI3) : d 7.95-8.00 (m, 2H), 7.37-7.44 (m, 3H), 7.20 (dd, J = 8.0, 8.0 Hz, 
1H), 6.87-6.90 (m, 2H), 6.80 (dd, J = 8.0, 2.5 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.77 
5 (s, 2H), 3.70 (s, 3H), 3.07 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H) 0 

mm (13) 

5- (2- (2- (5 - ^ f ^- 2 - 7xz;l/t^ft > /-;l'- 4 --f ;V) J-h 




TLC.Rf o.59(^4r-9-> : ft^f-;v=2 : l); 

NMR (CDCI3) : S 8.05-7.95 (m, 2H), 7.45-7.35 (m, 3H), 7.20-7.05 (m, 2H), 6.90- 
15 6. 80 (m, 2H), 4.25 (t, J = 6.5 Hz, 2H), 3.65 (s, 3H), 3.00 (t, J = 6.5 Hz, 2H), 2.60 (t, 
J = 7 Hz, 2H), 2.40 (s, 3H), 2.25 (t, J = 7 Hz, 2H), 1.80-1.45 (m, 4H) 0 

(1 4) 

6- (2- (4- (4->fiV7i-M f7/-;V-2-'f;i'^h^y) 7 
20 x~^) ^*-tf->6l • ^/i/x^r/w 
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TLC : Rf 0.55 (^-fr > \ ffl&l2-1-)V= 5 I 1 ) I 

NMR (CDCI3) : d 7.79 (d, J= 8.0 Hz, 2H), 7.44 (s, 1H), 7.24 (d, J = 8.0 Hz, 2H), 
5 7. 15-7.22 (m, 2H), 6.91-6.98 (m, 2H), 5.42 (s, 2H), 3.65 (s, 3H), 2.73 (t, J = 7.6 Hz, 
2H), 2.39 (s, 3H), 2.32 (t, J = 7.4 Hz, 2H), 1.61-1.77 (m, 4H), 1.38-1.50 (m, 2H) G 

mm (15) 

2- (3- (3- (2- (5-^f^-2-7x^Jl/t^tV-^-4-'f;i') 




TLC :Rf 0.29(^^-9-> : ftS?x^;i/=4 : 1); 
15 NMR (CDCI3) : S 7.95-8.00 (m, 2H), 7.40-7.46 (m, 3H), 7. 17 (dd, J = 8.1, 8.1 Hz, 
1H), 6.72-6.77 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.71 (s, 3H), 3.22 (s, 2H), 2.98 (t, J 
= 6.8 Hz, 2H), 2.67 (t, J = 6.8 Hz, 2H), 2.63 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.90 (tt, 
J = 6.8, 6.8 Hz, 2H) 0 

20 mm fie) 

2- (3- (2- (e7i-*-4->f *) x^y) 7ixWfW) 
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5 1LC:Rf 0M(^*Vy = 3 II); 

NMR (CDa 3 ) : $ 7.53-7.61 (in, 4H), 7.30-7.47 (m, 5H), 7.22 (dd, J = 8.2, 8.2 Hz, 

1H), 6.78-6.92 (m, 3H), 4.21 (t, J = 7.0 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 3H), 3. 14 (t, J 
- 7.0 Hz, 2H), 3.09 (s, 2H) G 

io m&m a 7) 

2- (4 -^nn-3 - (2- (5->W-2-7x-HW-^-4 




TLC : Rf 0.41 > I SSfif^= 2 I 1 ) ; 

NMR (CDCI3) : S 8.00 (m, 2H), 7.50-7.35 (m. 3H), 7.27 (d, J = 8.0 Hz, 1H), 6.94 
(d, J = 2.0 Hz, 1H), 6.83 (dd, J = 8.0, 2.0 Hz, 1H), 4.30 (t, J = 6.5 Hz, 2H), 3.75 (s, , 
2H), 3.71 (s, 3H), 3.05 (s, 2H), 3.05 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) 0 

Ufe flJ (18) 

2- U-^nn-3- (4- (4-^f^7x^) ^TV-^-2-^T;W 
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H 3 C 




CH3 



HjC:Rf 0.61 (^W* : %m.x.+)V=2 : l); 
5 NMR (CDa 3 ) : 6 7.78 (d, J = 8.0 Hz, 2H), 7.45 (s. 1H), 7.34 (d, J = 8.0 Hz, 1H), 

7.23 (d, J = 8.0 Hz, 2H), 7.11 (d, J = 2.0 Hz, 1H), 6.93 (dd, J = 8.0, 2.0 Hz, 1H), 
5.49 (s, 2H), 3.77 (s, 2H), 3.69 (s, 3H), 3.01 (s, 2H), 2.38 (s, 3H)„ 

mm (19) 

10 2- (3- (£7*—*— 4 — ( )V* Y**s) -4-^on7x-^>W 



15 TLC:Rf 0.62 Bt=ga^;V= 2 I 1); 

NMR (CDQ 3 ) : $ 7.70-7.35 (m, 5H), 7.58 (d, J = 8.0 Hz, 2H), 7.43 (d, J = 8.0 Hz, 

2H), 7.33 (d, J = 8.0 Hz, 1H), 7.03 (d, J = 2.0 Hz, 1H), 6.88 (dd, J = 8.0, 2.0 Hz, 
1H), 5.22 (s, 2H), 3.77 (s, 2H), 3.70 (s, 3H), 3.00 (s, 2H) e 
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mm (2Q) 

2- (3- ( (2E) -3- (^7x^-4-^ )V) 7o^-^t^fy) 7 




TLC : Rf 0.63(^^-t> I ft^^^ = 3 1 1)1 

NMR (CDC1 3 ) : 8 7.53-7.63 (m, 4H), 7.15-7.50 (m, 6H), 6.74-6.93 (m, 4H), 6.45 
(dt, J = 16.2, 5.7 Hz, 1H), 4.73 (dd, J = 5.7, 1.4 Hz, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 
10 3.09 (s, 2H)„ 

(2 1) 

2- (3- (3- (\£yjL=-)V-4-4)^) 7n***v) 7i-JMf^ft) 




TUC:Rf 0.66(^^r-9-> I ^^^ = 4 I 1); 

NMR (CDCI3) : £ 7.19-7.61 (m, 10H), 6.79-6.92 (m, 3H), 4.00 (t, J = 6.2 Hz, 2H), 

83 
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3.80 (s, 2H), 3.72 (s, 3H), 3.10 (s, 2H), 2.86 (t, J = 7.7 Hz, 2H), 2.14 (m, 2H) 0 
liMl (2 2) 

2- (3- (2- (5 -7x-m*'/-^-4 -4*) 
5 *v) 7z-JP) ftK'/fU'XAfJV 




TLC : Rf 0.50 (^*^ > I *RifJl'= 2:1); 
10 NMR (CDC1 3 ) : 5 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (m, 1H), 6.90-6.75 
(m, 3H), 4.25 (t, J =7Hz, 2H), 3.70 (s, 3H), 3.60 (s, 2H), 3.00 (t, J = 7Hz, 2H), 2.40 
(3H, s) a 

IMJ (2 3) 

15 2- (3- (e7x-fl/-4-^M If V y>-5 — f ^f'A'f-*) 




20 TLC :Rf 022 (Bfc&^ * *. ^**> = 1 I Z)\ 

NMR (CDQ 3 ) : 8 8.32 (d, J = 3.0 Hz, 1H), 8. 18 (d, J = 2.0 Hz, 1H), 7.70-7.30 (m, 

84 
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10H), 5.16 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.06 (s, 2H)o 
mm (2 4) 

2- (3- (4* -7*DH';nf7x-;i'-4-'f;M F^y) 7x-/l'.*f-Jl/ 
5 f-*) 



H3C 




TLC:Rf 0.65(^*^ I Bfc&^*-=3 II); 
10 NMR(CDa 3 ): ^ 7.60 (d, J = 8.4 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.49 (d, J = 

8.4Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.24 (dd, J » 7.7, 7.7 Hz, 1H), 6.87-7.00 (m, 
3H), 5.10 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.63 (t, J =7.4 Hz, 2H), 
1.68 (tq, J = 7.4, 7.4 Hz, 2H), 0.98 (t, J=7.4 Hz, 3H)o 

15 mm (25) 

2- (3- (4- (£ V : J>-4-4)V) 7:t-;l^f*v) 7x-JMf^ 
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TLC : Rf OJO(ftKif^); 

NMR (CDa 3 ) : S 8.67 (d, J = 4.5 Hz, 1H), 8.66 (d, J = 4.5 Hz, 1H), 7.67 (d, J = 
8.6 Hz, 2H), 7.50-7.58 (m, 4H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.80-7.01 (m, 3H), 
5 5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H) 0 

^*fcSHl (2 6) 

2- (3- (4- (ifU 7*.=.)V* 7xZ)Mf;i/ 



TLC : Rf 0.77 iWfW&T^l :9)> 

NMR (CDCI3) : $ 8.86 (d, J = 2.4 Hz, 1H), 8.60 (dd, J = 5.0, 1.6 Hz, 1H), 7.89 
15 (ddd, J = 8.0. 2.4, 1.6 Hz, 1H), 7.62 (d, J = 8.2 Hz, 2H), 7.55 (d, J = 8.2 Hz, 2H), 
7.38 (dd, J = 8.0, 5.0Hz, 1H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.87-7.01 (m, 3H), 
5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H)o 

%flftflll (2 7) 

20 2- (3- (4- (1, 3-v**-*M vyy-5-4)V) y^-fr* h^y) 



10 
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TLC : Rf 0.48 <^*-fr > gfc&x^;U= 3:1); 

NMR (CDa 3 ) : S 7.54 (d, J - 8.4 Hz, 2H), 7.47 (d, J = 8.4 Hz, 2H), 7.25 (dd, J = 
5 7.9, 7.9 Hz, 1H), 6.86-7.08 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.81 (s, 2H), 3.72 (s, 
3H), 3.08 (s, 2H) 0 

(2 ft) 

2- (3- (4- (fc? »J s Jy-2-4 fr) 7x-JMh+y) 7x-JM -f-)V 
10 f-*) • ^fmrA' 



TLC:Rf 0.47 (^+"9- > ! WBt^-f-^ 2 I 1); 
15 NMR (CD03) : 8 8.70 (d, J = 4.6 Hz, 1H), 8.01 (d, J = 8.6 Hz, 2H), 7.74-7.77 (m, 
3H), 7.54 (d, J = 8.6 Hz, 2H), 7.24 (m, 1H), 6.75-7.00 (m, 3H), 5. 13 (s, 2H), 3.80 (s, 
2H), 3.72 (s, 3H), 3.08 (s, 2H) 0 




I (2 9) 
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2- (5- (e7x^v-4->fJMKy) -2 hn7x^>f ;vf 




TLC:Rf 0.38(^^r-9-> I gfc$JL?-;i/= 4 ! 1); 

NMR (CDC1 3 ) : ^ 8. 14 (d, J = 9.0 Hz, 1H), 7.57-7.65 (m, 4H), 7.45-7.52 (m, 3H), 

7.36-7.45 (m, 2H), 7.08 (d, J = 2.8 Hz, 1H), 6.97 (dd, J = 9.0, 2.8 Hz, 1H), 5.22 (s, 
2H), 4.22 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H) 0 

mm (3 0) 

2- (3- (tT7oi-;W-4 -4--b07x-^^fW 



15 




TLC:Rf 0.34 : ftgJ.f-;l/=4 I 1); 

NMR. (CDCI3) : * 7.85 (d, J = 5.5 Hz, 1H), 7.53-7.63 (m, 6H), 7.42-7.48 (m, 2H), 
7.33-7.38 (m, 1H), 7.20 (d, J = 1.0 Hz, 1H), 7.01 (dd, J =5.5, 1.0 Hz, 1H), 5.31 (s, 
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2H), 3.83 (s, 2H), 3.71 (s, 3H), 3.00 (s, 2H) 0 

liaj fan 

2- (3- (4- (l, 3-s?**iM v^>-4-^;W Tjc-ZM 



TLC : Rf 0.52(^4MJ-> I »f^=3 II); 
10 NMR(CDC1 3 ): S 7.74 (d, J = 8.4 Hz, 2H), 7.50 (d, J = 8.4 Hz, 2H), 7.24 (dd, J = 
7.8, 7.8 Hz, 1H), 6.80-7.09 (m, 6H), 6.02 (s, 2H), 5. 11 (s, 2H), 3.80 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H)o 

gffifiU (3 2) 

15 2- (3- (2-7i-W/-;l'-4-'fW h*v) 7x-WW 



20 TLC:Rf 0.38 I fttxf*= 4 : 1); 

NMR (CDC1 3 ) : S 7.92-7.99 (m, 2H), 7.43-7.48 (m, 3H). 7.32 (t, J = 1.0 Hz, 1H), 
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7.26 (dd J =7.9, 7.9 Hz, 1H), 6.90-7.04 (m, 3H), 5.27 (d, J = 1.0 Hz, 2H), 3.81 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H)o 

IttflJ (3 3) 

5 2- (3- (2- ( 5 -ff-)V- 2 - ^-^V-^- 




10 TLC:Rf 0.81 I »8P^^= 1 I 1); 

NMR (CDa 3 ) : 8 7.86 (d, J = 8.2 Hz, 2H), 7.25-7.16 (m, 3H), 6.90-6.76 (m, 3H), 

4.24 (t, J = 6.7 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 
2H), 2.39 (s, 3H), 2.37 (s, 3H) 0 

15 gffifiU (3 4) 

2- (3- (2- (2-7x^f7/-fl'-4-^l') x^v) 7x^)1^ 




TLC:Rf 0.39(^*"9-> *. ftRxf-/U=4 I 1 ) I 

NMR (CDa 3 ) : 5 7.92-7.96 (m, 2H), 7.41-7.46 (m, 3H), 7.23 (dd, J = 8.4, 8.4 Hz, 
1H), 7.07 (s, 1H), 6.81-6.93 (m, 3H), 4.37 (t, J = 6.6 Ha 2H), 3.79 (s, 2H), 3.71 (s, 
3H), 3.31 (t, J = 6.6 Hz, 2H), 3.09 (s, 2H)o 
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(3 5) 

2- (3- (2- (5-^^-2 - (4-hV7^o.^f;V7x-;i/) * 



TLC:Rf 0.22(^*"9-> I #^^^=2 : 1); 
10 NMR(CDa 3 ): £ 8.09 (d, J = 7.6 Hz, 2H), 7.69 (d, J = 7.6 Hz, 2H), 7.19 (m, 1H), 
6.89 (m, 2H), 6.8 (d, J = 7.2 Hz, 1H), 4.25 ( t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
3H), 3.09 (s, 2H), 2.99 (t, J = 6.5 Hz, 2H), 2.41 (s, 3H)o 

» 

m m (3 6) 

15 2- (3- (2- (2-7i-^*4r"9- x /-^-4-^;l/) i^y) 7x^ 



20 TLC:Rf 0.40 (^^-tV I ft&xf-;l/=3 I 1); 

NMR (CDa 3 ) : 8 8.00-8.05 (m, 2H), 7.58 (s, 1H), 7.41-7.46 (m, 3H), 7.23 (dd, J 
= 8.0, 8.0 Hz, 1H), 6.81-6.93 (m, 3H), 4.29 (t, J =6.5 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 
3H), 3.09 (t, J = 6.5 Hz, 2H), 3.09 (s, 2H)o 



5 




CH3 




WO 99/46232 



PCT/JP99/01134 



w mi (37) 

2- (3- (2- (5 (4-7^D7x-^) 
-4-4,1,) 1^5/) 7x-JMf-*f-*) ^f-^J.XfA' 



5 




TLC:Rf 0.62 I ^x^;U= 1 : 1 ) ; 

NMR(QXn 3 ): $ 7.96 (m, 2H), 7.06-7.24 (m, 3H), 6.91-6.74 (m, 3H), 4.23 (t, J = 
6.6 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
10 3H) 0 

jffiU (3 8) 

2- (3- (2- (5-^7-^-2- (1, Z-V**4Myr>-5-4fr) 

15 




TLC:Rf o.84 :ftKif^=i : d; 

20 NMR (CDa 3 ) : * 7.52 (dd, J = 8.0, 1.4 Hz, 1H), 7.43 (d, J = 1.4 Hz, 1H), 7.19 (d, 
J = 8.0 Hz, 1H), 6.91-6.77 (m, 4H), 6.01 (s, 2H), 4.23 (t, J = 6.7 Hz, 2H), 3.78 (s, 
2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.95 (t, J = 6.7Hz, 2H), 2.35 (s, 3H) Q 
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(3 9) 

5- (3- (3- (5-^^^-2-7jc-;l/*^y-;u-4-^f;v) ~?u 




TLC.Rf 0.64 (^^V : ft»x^-2 II); 

NMR (CDC1 3 ) : £ 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (dd, J =8, 7.5 Hz, 
1H), 6.80-6.70 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.65 (s, 3H), 2.70 (t, J = 6 Hz, 2H), 
10 2.60 (m, 2H), 2.35 (m, 2H), 2.30 (s, 3H), 2.15 (m, 2H), 1.70-1.50 (m, 4H) 0 

mm UP) 

2- (3- (2- (5 -*1-)l<- 2 - (4-?no7x^) *3MJ-V-;l'- 




HjC:Rf 0.83(^^r-9-> :ft®xf;U=2 : 1); 

NMR (CDCI3) : S 7.93 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.27 (t, J = 
20 7.9 Hz, 1H), 7.06 (m, 1H), 6.92 (d, J = 8.0 Hz, 1H), 6.82 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3.88 (s, 2H), 3.70 (s, 3H), 3.15 (s, 2H), 2.97 (t, J = 7.8 Hz, 2H), 
2.39 (s, 3H)» 
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2- (3- (5->f)l'-2-7x-^W-^-4-'f;M 7 




NMR (CDCI3) : S 8.05-8.00 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 
10 1H), 7.05-6.90 (m, 3H), 5.00 (s, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 2.50 (s, 
3H) 0 

^M fiU (4 2) 

2 _ (3_ (3- (5-p{^;l/-2 -7jc-;W^-^r^y > -;W-4-^^) 7*n 




TLC :Rf 0.53(^*"9-> I SfcgP^A'=2 : 1); 
20 NMR(CDa 3 ): 5 8.00-7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 
1H), 6.95-6.75 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 

2H), 2.70 (t, J = 7 Hz, 2H), 2.30 (s, 3H), 2.15 (m, 2H)o 
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mm (4 3) 

2- (3- (2- (5-^f^-2-7x-;i/t^t > /-^-4-^^) J^Y 
**y) 7^-^) - 2-^f->uyn^c>|ft • ^;io^-r;i/ 




TLC:Rf 0.48CMMf-> : II); 

NMR (CDCI3) : <J 7.97-8.02 (m, 2H), 7.41-7.46 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 

10 1H), 6.76-6.81 (m, 3H), 4.25 (t, J - 6.5 Hz, 2H), 3.64 (s, 3H), 2.99 (t, J = 6.5 Hz, 
2H), 2.38 (s, 3H), 1.55 (S, 6H)o 

m m Wl (4 4) 

2- (3- (2- (5-^^-2- (2-^f^7i-^) **-9-y— 




TLC:Rf 0.70(^^r-9-> : ftg?^f-^=2 : 1); 
20 NMR(CDCl 3 ): * 7.91 (m, 1H), 7.25-7.15 (m, 4H), 6.90-6.77 (m, 3H), 4.25 (t, J = 
6.7 Hz, 2H), 3.77 (s, 2H), 3.68 (s, 3H), 3.06 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.65 (s, 
3H), 2.36 (s, 3H) 0 
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gfifcflll (4 5) 

2- (3- (2- (5 -^-f-^-2 - (3-^f>V7x-;l/) **-9-y-;l/- 




TLC : Rf 0.64(^^r-t^ ! ftK^^=2 I 1); 

NMR (CDC1 3 ) : S 7.81 (s, 1H), 7.76 (d, J = 8.0 Hz, 1H), 7.32-7. 14 (m, 3H), 6.89- 
10 6.76 (m, 3H), 4.23 (t, J = 6.6 Hz,2H), 3.75 (s, 2H), 3.67 (s, 3H), 3.06 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.37 (s, 3H), 2.35 (s, 3H)„ 

2- (3- (2- (5-^^^-2- (4-^ h+v-7aL^;W) 




TLC:Rf 0.43 (^4r^> I ftKxf;i/=3 I 1); 
20 NMR(CDa 3 ): 5 7.92 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.1, 8.1 Hz, 1H), 6.94 (d, 
J = 9.0Hz, 2H), 6.88-6.98 (m, 2H), 6.81 (m, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.85 (s, 
3H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 2EI), 2.36 (s, 3H) 0 
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mm U7) 

2- (3- (2- (5 ->^-2- (4--bD7x-;i/) 



5 




TLC : Rf 0.32 (^'** ^ : gt=$.x^;U= 3 11); 

NMR (CDa 3 ) : * 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
8.0, 8.0 Hz, 1H), 6.77-6.91 (m, 3H), 4.26 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
10 3H), 3.09 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H) 0 

m mwi (4g) 

2- (3- (2- (5 -t^f-fr— 2-7x-;Vt^t > /-^- 4 —4 fr) 3- h 




CI 



TLC:Rf 0.45(^**>.:*Rif-^=3 ! 1)*, 

NMR (CDC1 3 ) : <J 7.96-8.00 (m, 2H), 7.40-7.46 (m. 3H), 6.91 (m, 1H), 6.77-6.81 
20 (m, 2H), 4.23 (t. J = 6.6 Hz, 2H), 3.73 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 
6.6 Hz, 2H), 138 (s, 3H) 0 



mmni (4 9) 
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10 



2- (3- (2- (5-^fA'-2-7xx;HW-;i'-4-'f ;W) f 



CH 3 



TLC : Rf 0.48 > I &$.x^= 5 I 1 ) ,; 

NMR (CDa 3 ) : £ 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.07 (t, J = 7. 9 Hz, 1H), 
6.85-6.77 (m, 2H), 4.24 (t, J = 6.5 Hz, 2H), 3.83 (s, 2H), 3.73 (s, 3H), 3.11 (s, 2H), 
3.00 (t, J « 6.5 Hz, 2H), 2.38 (s, 3H), 2.21 (s, 3H) 0 

iiiU (so) 



2- (1- (3- (2- (5-^f^-2-7x-;i/t ;3 Pt > /-^-4-^;l') 
xf^y) 71-^) gfc$ • pif-;i/jc^-r^ 



15 




HjC:Rf 0.68(^4r-9"> I ftRxf* = 4 : 1); 

NMR (CDCl 3 ) : S 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.21 (t, J = 8.2 Hz, 1H), 
6.94-6.89 (m, 2H), 6.82-6.76 (m, 1H), 4.25 (t, J = 6.7 Hz, 2H), 4. 10 (q, J = 7.2 Hz, 
20 1H), 3.67 (s, 3H), 3.02 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.39 (s, 3H), 1.55 (d, J = 
7.2 Hz, 3H) 0 
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gffiflj (5 1) 

2- (3- (2- (5-^f^-2-7x^)^+t7-^-4-^l/) -1 



5 




TLC : Rf 0.72 (^-fr > I t|:ftx^/U = 2 I 1 ) c 
mm (5 2) 

10 2- (3- (2- (5 - h «J 7)V*u 2 -7 jc— /Urj-^MJ^-Zl'- 4 




15 TLC:Rf 0.37 {^*c^ > : Bt=8fc.x-?-;l/= 4 I 1 ) ; 

NMR (CDQ 3 ) : 5 8. 10-8.00 (m., 2H), 7.55-7.41 (ra., 3H), 7.21 (dd, J = 8.0, 8.0 
Hz, 1H), 6.94-6.75 (m, 3H), 4!31 (t, J = 6.5 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 
3.25-3.14 (m, 2H), 3.08 (s, 2H)„ 

20 IMj (5 3) 

2- (3- (2- (5 ->f 2 - 7x-;Vt^rt/-;i/-4 -'f )V) -fu 
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9"3 



TLC:Rf 0M{^*V> l gfc$x^;i/=3 : 1); 

NMR (CDa 3 ) : 5 8.00-7.94 (m, 2H), 7.44-7.37 (m, 3H), 7.29 (t, J = 8.2 Hz, 1H), 
5 6.89-6.86 (m, 2H), 6.79 (dd, J = 8.4, 2.0Hz, 1H), 4.17-4.03 (m, 2H), 3.77 (s, 2H), 
3.71 (s, 3H), 3.26-3.15 (in, 1H), 3.08 (s, 2H), 2.37 (s, 3H), 1.41 (d, J = 6.8 Hz, 3H)„ 

mm wi (5 4) 

2- (3- (2- (5-^f^-2-7x^l/t^rty-Jl'-4-'f;V) 



TLC : Rf 0.75(^*^> I &S^^;i/=7 l 1); 
15 NMR (CDCI3) : 5 8.00-7.94 (m, 2H), 7.46-7.38 (m, 3H), 7.20 (t, J = 8.2 Hz, 1H), 

6.90 (m, 2H), 6.82-6.75 (m, 1H), 4.24 (t, J =6.8 Hz, 2H), 4.17 (q, J =7.2 Hz, 2H), 
3.82 (d, J = 13.4 Hz, 1H), 3.74 (d, J = 13.4 Hz, 1H), 3.28 (q, J = 7.0 Hz, 1H), 2.98 (t, 
J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.38 (d, J = 7.0 Hz, 3H), 1.28 (t, J = 7.2 Hz , 3H)o 

20 m m (55) 

2- (3- (2- (5-^f-;v-2- (4-if;v7x-^) 




CH3 
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TLC : Rf 0.57 (Bfc&X^ : ^*^ = 1 : 2 ) ; 
5 NMR(CDC1 3 ): 8 7.88 (d, J = 8.0 Hz, 2H), 7.25 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.68 (q, J - 7.5 Hz, 2H), 2.37 (s, 3H), 
1.25 (t, J = 7.5 Hz, 3H) 0 

10 IMl (5 6) 

2- (3- (2- {5-***'-2- (2, 2-y7;i/to-i, 3-5?** 




15 F 

TLC : Rf 0.59(6fc$x^;V : ^*-»J->= 1 : 2); 

NMR (CDa 3 ) : S 7.75 (dd, J = 8.0, 1.0 Hz, 1H), 7.69 (d, J = 1.0 Hz, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 7. 10 (d, J = 8.0 Hz, 1H), 6.89 (d, J = 8.0 Hz, 1H), 6.88 (s, 
20 • 1H), 6.80 (d, J = 8.0 Hz, 1H), 4.23 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.09 (s, 2H), 2.96 (t, J = 6 5 Hz, 2H), 2.38 (s, 3H) 0 
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^fifcfrn L5JL) 

2- (3- (2- (5-^f-^-2- (4-^ob>7x-^) * 



5 




TLC:Rf 0.63 (S^^-^^ ! ^^"9-^= 1 I 2); 

NMR (CDCI3) : S 7.88 (d, J = 8.5 Hz, 2H), 7.23 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
10 3H), 3.08 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) C 

*tfc«i L5.8J 

2- (3- (2- (5 2- (4— f yyn^7zijp) 




TLC:Rf 0.60 (^xf;V : \ : 2); 

20 NMR (CDCI3) : 8 7.89 (d, J = 8.5 Hz, 2H), 7.28 (d, J = 8.5 Hz, 2H), 7;21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.94 (m, 1H), 2.37 (s, 3H), 1.26 (d, J = 
7.0 Hz, 6H)o 
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m m (59) 

2- (3- (2- (5-^^-2-7x^77-^-4-^^) 




TLC:Rf 0.54 (^^r^> I gfc$.x^;i/=3 : 1); 

NMR (CDC1 3 ) : 5 7.89-7.83 (m, 2H), 7.45-7.36 (m, 3H), 7.21 (t, J = 8.0 Hz, 1H), 
10 6.91-6.77 (m, 3H), 4.33 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.19 (t, J = 
6.8 Hz, 2H), 3.08 (s, 2H), 2.47 (s, 3H) 0 

3SMflll (6 0) 

2- (3- (2- (5 2- (4-7f^7x-M ^hj- 




TLC:Rf 0.59(^4r-»f> : ftRj-f-^- 2 I 1); 
20 NMR (CDCI3) : $ 7.90 (d, J = 7 Hz, 2H), 7.25-7.15 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.75 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 
Hz,3H) 0 
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*tt m (<n) 

2- (3- (2- (5-ifJV-2-7x-^W-;P-4->f >!/) xf 




TLC : Rf 0.27 (^4rf - > I 8i=$Jnf-;W= 3:1); 

NMR (CDa 3 ) : S 7.96-8.01 (m, 2H), 7.40-7.48 (m, 3H), 7.21 (dd, J = 8.0, 8.0 Hz, 
10 1H), 6.87-6.90 (in, 2H), 6.79 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.99 (t, J = 6.6 Hz, 2H), 2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J = 7.6 
Hz,3H) 0 

&mmi (6 2) 

15 2- (3- (2- (5 -^/l"- 2 - (2, 3, 5, 6-fF77Wo-4 




F F 



TTjC : Rf 0.45 («^** > : &&^?-)V=4 : 1 ) ; 

NMR (CDa 3 ) : d 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.94-6.75 (m, 3H), 4.25 (t, J = 
6.4 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.03 (t, J = 6.4 Hz, 2H), 2.42 (s, 
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3H), 2.36-2.30 (m, 3H) C 
(6 3) 

2- (3- (2- (5 2- u—*>W7x.-*) t**r\r-)u 



TLC:Rf 0.66 : HsBfcJcf-*= 2 : l); 

NMR (CDC1 3 ) : £ 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.95-6.75 (m, 3H), 

4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.40-1.25 (m, 4H), 0.90 (t, 
J = 6.5Hz,3H) 0 

2- (3- (2- (5-*T)V-2- (3-^nD-4-^ffl/7x^) * 



H3C 




KJ o 



H 3 C 




o 



TLC:Rf 0.47 (^^-9- > \ Sfc$x?-;l/=3 : 1); 

NMR (CDCI3) : 8 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 7.8, 1.8 Hz, 1H), 7.28 (d, 
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J = 7.8 Hz, 1H), 7.21 (dd, J = 8.0, 8.0 Hz. 1H), 6.88-6.91 (m, 2H), 6.79 (m, 1H), 
4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 
2H), 2.41 (s, 3H), 2.38 (s, 3H) 0 

2- (3- (2- (5-**»'-2-i'9T"\*i-lfll,*WS-*'-i-4*') 




TLC:Rf 0.65(^^-»?-> I BtS?^^=2 : 1) ; 

NMR (CDC1 3 ) : d 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 7.5 Hz, 2H), 3.80 

(s, 2H), 3.75 (s, 3H), 3.15 (s, 2H), 2.90 (t, J = 7.5 Hz, 2H), 2.70 (m, 1H), 2.25 (s, 
3H), 2.10-1.20 (m, 10 H)„ 

mmm 1 (66) 

2- (3- (2- (5 2- (4- (2-^f;V7*0^) 7x-f) 




CH3 



TLC:Rf 0.58(^^-9-^ : ftS?^f-^= 2 I 1); 
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NMR (CDa 3 ) : $ 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 7 Hz, 6H) e 

5 mSLl (6 7) 

2- (3- (2- (5 2- (4-t-7f;i'7x-;l/) 




10 

TLC : Rf 0-50(^*-9-> I &&x.?-)V=2 I 1); 

NMR(CDC1 3 ): $ 7.90 (d, J - 8 Hz, 2H), 7.45 (d, J = 8 Hz, 2H), 7.20 (dd, J = 8, 8 
Hz, 1H), 6.90-6.75 (m, 3H), 4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 
2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H) C 

15 

2- (3- (2- (5 2- (4-y^OA^y^7x-;V) 



20 




TLC:Rf 0.42 (^*^> I K=8fcX?-/l/= 4 : 1)1 

NMR (CDa 3 ) : 8 7.88 (d, J = 8.3 Hz, 2H), 7.26 (d, J = 8.3 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0 Hz, 1H), 6.87-6.90 (m, 2H), 6.80 (m, 1H), 4.23 (t, J =6.8 Hz, 2H), 3.78 (s, 
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2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.53 (m, 1H), 2.37 (s, 3H), 
1.70-1.94 (m, 4H), 1.30-1.53 (m, 6H)o 

^^fe^g i (6 9) 

5 2- (3- (5 2- (1, 3-V*tt4>y>-5-'<A') 




io HjC:Rf oso fr= 4 : d; 

NMR (CDCI3) : 5 7.55 (dd, J = 8.0, 1.8 Hz, 1H), 7.47 (d, J = 1.8 Hz, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 7.08-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 
2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.43 (s, 3H) 0 

15 &mmi (7 0) 

2- (3- (5 2- (4-^V/ntf;k-7a:-;l/) V-;^- 




20 

TLC : Rf 0^0(^+-9-^ I ftRxf->U=4 : 1) ; 

NMR (CCO3) : 5 7.93 (dd, J = 8.5, 2.0 Hz, 2H), 7.35-7.18 (m, 3H), 7.09-7.03 (m, 
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1H), 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.94 
(sep., J = 7.0 Hz, 1H), 2.43 (s, 3H), 1.27 (d, J = 7.0 Hz, 6H) Q 

mm (71) 

5 2- (3- (2- ( 4 - > f ^- 2 - 7 1 - ^ t *t 7-^- 5 - 'f ^) if 
*v) 7jc^;1^^;1/^*) gf=®^ ^;i/a:x-fV 




10 TLC : Rf 0.37 > '. gfc$.x?-;i,= 3:1); 

NMR (CDCI3) : d 8.01-7.96 (m, 2H), 7.46-7.39 (m, 3H), 7.22 (t, J = 8.2 Hz, 1H), 
6.97-6.88 (m, 2H), 6.80 (m, 1H), 4.23 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.16 (t, J - 6.8 Hz, 2H), 3.08 (s, 2H), 2.22 (s, 3H)o 

15 (7 2) 

2- (3- (2- (5 -J**"*- 2- (3, 4->*n^v7x^) 




20 

TLC:Rf 0.18 (^^"9"^ : Bt$tx?^=3 I 1)1 

NMR (CDCI3) : <J 7.56 (dd, J = 8.3, 2.0 Hz, 1H), 7.50 (d, J - 2.0 Hz, 1H), 7.21 
(dd, J = 8.1, 8.1 Hz, 1H), 6.91 (d, J = 8.3 Hz, 1H), 6.87-6.91 (m, 2H), 6.80 (ddd, J = 
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8.1, 2.5, 1.0 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.78 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H)o 

mm (73) 

5 2- (3- (2- (5 2 - (4-h'J7^tn^h^fy7x-;i/) 




10 

TLC:Rf 0.62(^^r"9-> I B^^^^=2 II); 

NMR(CDC1 3 ): S 8.00 (d, J = 8 Hz, 2H), 7.30-7.15 (m, 3H), 6.95-6.75 (m, 3H), 

4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.40 (s, 3H)„ 

15 

mm (7 4) 

2- (3- (2- (5 2- (3, 4, 5-f;>h^y7x-^) 
^-4r-9-y-;V-4-'f )V) J-Y^i/) 7x-^^fWt) 




O 



CH3 

110 



WO 99/46232 



PCT/JP99/01134 



TLC : Rf 024 i^*-* fr= 2 I 1); 

NMR (QX33) • s 7 25 - 7 - 15 3H >. 6.95-6.75 (m, 3H), 4.25 (t, J = 7. 5 Hz, 2H), 
3.95 (s, 6H), 3.90 (s, 3H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J =7.5 Hz, 
2H), 2.40 (s, 3H)o 

mm (7 3) 

2- (3- (2- (5 -^-^-2 - (4-**JU\£<«?*J>-l -4A>) Or 




TLC:Rf 0.12 (BtSc^;l/) ; 

NMR (CDCI3) : $ 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.20 (t, J = 
15 7.0 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.42 (t, J = 5.0 Hz, 4H), 3.09 (s, 2H), 2.95 (t, 
J m 7.0 Hz, 2H), 2.50 (t, J = 5.0 Hz, 4H), 2.34 (s, 3H), 2.26 (s, 3H) 0 

g«Li (7 6) 

2- (3- (2- (5-*Tfl'-2- (4-^f;Vf^7x-^) 
20 )V-4-j)V) x^y) 7x-Wfm) • *?-;U.x;* > -rA' 
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tlc : Rf o.46(^^;w : ^+-9-^= l : 2) ; 

NMR (CDCI3) : S 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H). 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.52 (s, 3H), 2.37 (s, 3H) 0 

(7 7) 

2- (3- (2- (5-*f-JV-2- (lfVv>-2--f;l/) **W-)\<- 



10 




TLC:Rf 0.60(^^-9-^ : St^f"^= 1 : 2) ; 

NMR (CDa 3 ) : d 8.71 (m, 1H), 8.05 (m, 1H), 7.73 (m, 1H), 7.32 (m, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 6.76-6.92 (m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 
15 3.72 (s, 3H), 3.08 (s, 2H), 3.01 (t, J = 6.6 Hz, 2H), 2.44 (s, 3H) 0 

mm ni (7 8) 

2- (3- (2- (5-^^-2- (-?-^7ji>-2-^;W) ^^-9-^-^ 




TLC : Rf 0.40(^*-9-> I gfc&x^;i/= 3 : 1); 

NMR (CDCI3) : 8 7.58 (dd, J = 3.6, 1.3 Hz, 1H), 7.37 (dd, J = 5.0, 1.3 Hz, 1H), 
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7.21 (dd, J = 8.0, 8.0 Hz, 1H), 7.08 (dd, J = 5.0, 3.6 Hz, 1H), 6.87-6.91 (m, 2H), 
6.79 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.96 
(t, J = 6.6 Hz, 2H), 2.36 (s, 3H) 0 

5 mmi (79) 

2- (3- (2- {5 2- (3--Fo-4-^fJl/7x-^) * 



10 




TLC:Rf 0.42 I *H&x?-*=2 t 1); 

NMR (CDCI3) : * 8.55 (d, J = 1 Hz, 1H), 8. 10 (dd, J = 8, 1 Hz, 1H), 7.40 (d, J = 8 
Hz, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 
15 (s, 2H), 3.75 (s, 3H), 3. 10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.65 (s, 3H), 2.40 (s, 
3H) 0 

mm (80) 

2- (3- (2- (5-^;l'-2- (4->^WU7x^) ***)r 
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TLC:Rf 0.43(Bfc&X^;i/ : ^3Mj->= 1 : 2) I 

NMR (CDCI3) : 8 7.83 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.95- 
6.75 (m, 3H), 6.71 (d, J = 9.0 Hz, 2H), 4.23 (t, J = 7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 3.01 (s, 6H), 2.96 (t, J = 7.0 Hz, 2H), 2.34 (s, 3H) 0 

mS LL (81) 

2- (3- (2- (5-^^^-2-v^n^>^;u^-^-9-V_;i,_4_xf;w) 



10 




TLC.Rf 0.46 : »f^= 2:1); 

NMR (CDCI3) : 8 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 6.5 Hz, 2H), 3.80 
(s, 2H), 3.75 (s, 3H), 3.15 (111, 3H), 2.90 (t, J = 6.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.50 
15 (m, 8H) 0 

2- (3- (2- (5 -^^;W-2- (4-^f^7x^) **^/-)\'- 
4-^) xh^>) 7i^) gfc$ • ^f->W£.*r;i/ 




TLC:Rf 0.54 : ftg?x^;i/=2 : 1); 

NMR (CDCI3) : 8 7.86 (d, J = 8.0 Hz, 2H), 7.28-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
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4.23 (t, J = 6,6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 
" 3H), 2.36 (s, 3H)o 

mmmi (8 3) 

5 2- (3- (2- (5 -^^^-2 - (4-ifJV7xz^) *4Mf-V-A'- 
4->f;w) ih4r-» 7x-)P) SK^f;uiXf^ 




10 TLC:Rf 0.56 : ft||X^;V=2 II); 

NMR (CDCI3) : S 7.90 (d, J = 8.0 Hz, 2H), 7.30-7. 16 (m, 3H), 6.88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.68 (q, 
J = 7.6 Hz, 2H), 2.37 (s, 3H), 1.26 (t, J = 7.6 Hz, 3H) 0 

15 mwi (34) 

2- (3- (2- {5-***'-2- (4-yoif^7x-^) 
-4-W;W) Xh+y) -7jl-)\s) M-)V3-7>7-)\s 




20 

TLC:Rf 0.59(^*-9"> : ftBfcif-^=2 : i); 

NMR (CDCI3) : * 7.88 (d, J = 8.4 Hz, 2H), 7.27-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.62 (t, J 
= 7.5 Hz, 2H), 2.36 (s, 3H), 1.66 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) 0 
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mm (8 5) 

2- (3- (2- (5 - (4-4 vyDt>7x-JV) ***)rV 




TLC:Rf 0.66 : ff-$Ji?-;i/= 2 : 1); 

NMR (CDa 3 ) : S 7. 89 (d, J = 8.4 Hz, 2H), 7. 34-7. 15 (m, 3H), 6. 88-6.75 (m, 3H), 
10 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz. 2H), 3.04- 
2.86 (m, 1H), 2.36 (s, 3H), 1.28 (s, 3H), 1.25 (s, 3H) 0 

W m\ (8 6) 

2- (3- (2- (5-^f-^-2- (4- (2-^f;i'7 , ne;V) ~7*-)V) 
15 ^^•9-V-;w-4-^f^) 7x-;p) • ^f-;wjn.^r^ 




TLC : Rf 0.60(^^r"9-> I B^K^^=2 : 1); 
20 NMR (CDQ3) : S 7.88 (d, J = 8.2 Hz, 2H), 7.27-7. 15 (m, 3H), 6.90-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s. 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.51 (d, 
J = 5.4 Hz, 2H), 2.36 (s, 3H), 2.00-1.76 (m, 1H), 0.92 (s, 3H), 0.89 (s, 3H) 0 
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(8 7) 

2- (3- (2- (5 -**fl'-2- (4-t-W7x-;v) 



5 




TLC:Rf 0^7(^4r-9-> : ftK^^=2 II); 

NMR (CDQ 3 ) : 8 7.90 (d, J = 8.6 Hz, 2H), 7.44 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 

6.88-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 
10 6.6 Hz, 2H), 2.37 (s, 3H), 1.34 (s, 9H) 0 

IMi (8 8) 

2- (3- (2- (5-^f-;W-2-'>^n'/De;i/^4r-9-V-;W-4-'f )V) 




TLC:Rf 0.47(Bfc&x^ ;H ^*Hf> = 1 : 1); 

NMR (CDQ 3 ) : 5 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4. 15 (t, J = 
20 7.0 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.84 (t, J = 7.0 Hz, 2H), 2.22 (s, 
3H), 1.97 (m, 1H), 1.05-0.90 (m, 4H) D 

(8 ft) 
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2- (3- (2- (5-P<f-^-2- (4- (1, 2, $—f-T*JT % /~~*- 



TLC:Rf 0.75(^*-9-> \ gfc&x-^;W=2 I 1); 

NMR (CDa 3 ) : 5 8.72 (s, 1H), 8.13 (s, 4H), 7.22 (t, J = 8.0 Hz, 1H), 6.93-6.77 

(m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.09 (s, 2H), 3.00 (t, J = 
10 6.6 Hz, 2H), 2.41 (s, 3H) 0 

2- (3- (2- (5 2- (4- (4-^f-^-l, 2, 3 — f-T 
a JTV-»S-<i») 71-*) A-4 )V) X^y) 7x 



TLC:Rf 0.89 (^3r^> I ffigi^=2 I 1); 
20 NMR (CDCI3) : $ 7.21 (t, J = 7.4 Hz, 1H), 6.94-6.74 (m, 3H), 4.24 (t, J = 6.6 Hz, 
2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.6 Hz,, 2H), 
2.42 (s, 3H) 0 



5 
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mm (91) 

2- (3- (2- (5 -^f-^-2 - (4->b^v7x^v) jf*^/-* 



5 




TLC : Rf 038(^*1fV :H**f-*=2 : 1); 

NMR(aX3 3 ): <5 7.91 (d, J = 9.0 Hz, 2H), 7.20 (ni, 1H), 6.94 (d, J = 9.0 Hz, 2H), 
6.88-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.85 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 
10 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

^mmi (92) 

2- (3- (2- (5-^^-2- (3, A-V* F*y7x^) 




TLC:Rf 0.17 : ftK-x-f-*^ 2 : l); 

NMR (CDQ 3 + CD3OD) : S 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 

20 1H), 7.21 (m, 1H), 6.91 (d, J = 8.2 Hz, 1H), 6.89-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 
2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H),. 
2.37 (s, 3H) 0 
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mm (93) 

2- (3- (2- (5-^f-;W-2- (1, 3-^**"^ >y>-5-4)V) 




TLC : Rf om^**)-> I g|=SP^;i/= 2 : l); 

NMR (CDa 3 ) : 5 7.52 (dd, J = 8.2, 1.8 Hz, 1H), 7.44 (d, J = 1.8 Hz, 1H), 7.21 (m, • 
10 1H), 6.99-6.76 (m, 4H), 6.01 ( s, 2H), 4.22 (t, J = 6.6Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

(9 4) 

2- (3- (2- (5-^^-2 - (3, 4, 5 - h f^^7xr;i/) 




O 



njC:Rf 0^8 : 6fciP^;t'=2 : i>; 

20 NMR (CDa 3 ) : 8 7.28-7. 17 (m, 3H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 
3.94 (s, 6H), 3.89 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 

120 



WO 99/46232 



PCT/JP99/01134 



3H) 0 

mmm 1 (95) 

2- (3- (2- (5-^-^-2- (4-h'J7;i'*n^F^>7x-^) 




lLC:Rf 0.61(^3MJ-> I Bt^f-^=2 I 1)J 
10 NMR(CDa 3 ): 5 8.01 (d, J = 8.6 Ha 2H), 7.32-7.16 (m, 3H), 6.89-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
3H) 0 

mm (9 6) 

15 2- (3- (2- (5-^^-2- (2, 2 -S>7**D- l, 3-5;^-^ 



TLC:Rf 0.52(^^r-9-> :Bfc8P^*=2 I 1); 

NMR (CDQ 3 ) : d 7.75 (dd, J = 8.4, 1.8 Hz, 1H), 7.68 (d, J = 1.8 Hz, 1H), 7.21 (m, 
1H), 7.10 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 
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3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 
mm (9 7) 

2- (3- (2- (5-P<f-^-2- (4-h'j7^to^Wi7x^)l/) 




10 TLC : Rf 0.45 > I gfc&.xf-;l/= 3 I 1 ) ; 

NMR (CDa 3 ) : 5 8.02 (d, J = 8.4 Hz, 2H), 7.70 (d, J = 8.4 Hz. 2H), 7.21 (t, J = 
7.8 Hz, 1H), 6.91-6.73 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.08 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H)o 

15 (9 8) 

2- (3- (2- (5-^^-2 - (4-v7V 7i-^) 




TLC:Rf 0.35 : »Rif-^=2 I 1); 

NMR (CDa 3 ) : 6 8.08 (d, J = 8.4 Hz, 2H), 7.71 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
6.75-6.94 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 
2.99 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H) 0 
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2- (3- (2- (5-^f-^-2- (7?>-2— fAO *3Mfy*-;U-4 
-4*) xh^fy) 7^*/.* RsR- ^f-TUi^fJl' 



HjC:Rf 0.32 I ftg.x^;k=2 : l); 

NMRCCDClj) : £ 7.52 (m, 1H), 7.21 (m, 1H), 6.86-6.96 (m, 3H), 6.79 (m, 1H), 
10 6.51 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 
(t, J = 6.6 Hz, 2H), 2.37 (s, 3H)» 

mm M 0 0> 

2- (3- (5-^f^-2-7x-^^tV r -;l'-4-'f;l/) *b*v) 
15 7i-^) gfcgg • ^f^x^f^ 



TLC :Rf 0.69(^v^^> I ft»^f"^=2 I 1); 
20 NMR (CDCI3) : $ 7.98-8. 10 (m, 2H), 7.40-7.54 (m, 3H), 7.26 (m, 1H), 6.86-7.00 
(m, 3H), 4.99 (s, 2H), 3.68 (s, 3H), 3.61 (s, 2H), 2.44 (s, 3H) D 
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*m ni (loo 

2- (3- (2- (5-^f^-2-7x-W7-«'-4-'f^) xf + 



TLC : Rf 0.56 (^*^ > I ,ffi|if*= 2 I 1 ) ; 

NMR (CDa 3 ) : * 7.90-7.81 (m, 2H), 7.46-7.35 (m, 3H), 7.25-7. 16 (m, 1H), 6.87- 
6.78 (m, 3H), 4.32 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 19 (t, J = 6.8 Hz, 
10 2H), 2.46 (s, 3H) 0 

lift] LULL) 

2- (3- (3- (5-^f*-2-7xi*W/->-4-'f^) 7d 
#*v) 7x-^) - ^-^wxx-r/i' 



TLC:Rf 0.42 (^^r*> :^i^;l/=2 I 1); 

NMR (CDCI3) : 8 7.94-8.04 (m, 2H), 7.36-7.50 (m, 3H), 7.22 (m, 1H), 6.76-6.90 
20 (m, 3H), 3.98 (t, J = 6.2 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 2.70 (t, J = 7.0 Hz, 2H), 
2.28 (s, 3H), 2.15 (m, 2H)o 



5 




15 




124 



WO 99/46232 



PCT/JP99/01134 



mm (iQ3) 

2- (3- (2- (2-7xX^^/-jl/-4-/fjV) ^h^rv) 



TLC : Rf 0J3 (^4r-9"> I M^f>JU»2 : 1) ; 

NMR (CDQ 3 ) : 8 7.96-8.08 (m, 2H), 7.57 (s, 1H), 7.40-7.52 (m, 3H), 7.24 (m, 
1H), 6.80-6.92 (ra, 3H), 4.28 (t, J = 6.6 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 3.09 (t, J 
10 = 6.6 Hz, 2H) 0 

mm (104) 

2- (3- (2- (5 ->f-;^-2 - (4->^aA^>;i/7x-;V) **-9- 



TljC:Rf 0.67 (^^"9- > I ^J-^-)U=2 11)', 

NMR (CDQ 3 ) : S 7.88 (d, J = 8.4 Hz, 2H), 7.26 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
20 6.77-6.86 (m, 3H), 4.23 (t, J = 7.0 Ha 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 
7.0 Hz, 2H), 2.55 (m, 1H), 2.36 (s, 3H), 1.73-7.87 (m, 4H), 1.30-1.60 (m, 6H) 0 

mm (10 5) 

2- (3- (2- (5 -^f-^-2- (3-^DD-4-^f^7x-^) * 

125 
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5 TLC:Rf 0.53 I ft&X?-;^ 2 I 1); 

NMR (CDCI3) : 5 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 8.0, 1.8 Hz, 1H), 7.28 (d, 
J = 8.0Hz, 1H), 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.23 (t, J = 6.7 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.96 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 2.37 (s, 3H) 0 

10 1 (10 6) 

2- (3- (2- (5-^f-^-2- U-S^f-JUTS^x-*) 




15 

TLCrRf 0Jl(^#"t> : WSL^^=2 I l); 

NMR (CDa 3 ) : S 7.84 (d, J = 9.0 Hz, 2H), 7.21 (m, 1H), 6.78-6.87 (m, 3H), 6.71 

(d, J = 9.0 Hz, 2H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3.01 (s, 6H), 
2.95 (t, J = 6.8 Hz, 2H), 2.34 (s, 3H)„ 

20 

mm (10 7) 

2- (3- (2- (5-xf;i/-2-7x-;^^t7-^-4-'f^) xh 
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TLC:Rf o.6i : ftUif;i'= 2 : l); 

5 NMR (CDCI3) : 8 7.94-8.04 (m, 2H), 7.37-7.50 (m, 3H), 7.21 (m, 1H), 6.76-6.89 

(m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t. J = 6.6 Hz, 2H), 
2.75 (q, J = 7.6 Hz, 2H), 1.3 1 (t, J = 7.6 Hz, 3H)„ 

mmm 1 ( 1 o 8 ) 

10 2- (3- (2- (5 - (4-W7x-;i/) 

4--f;V) ^h*y) Tjc^) ft^^f^T^ 




H 3 C 

15 TLC:Rf 0.62 > : ft$j^;i/= 2 : l); 

NMR (CDCl 3 ) : * 7.88 (d, J = 8.6 Hz, 2H), 7. 16-7.28 (m, 3H), 6.76-6.90 (m, 3H), 
4.23 (t, J = 6.8 Hz, 2H), 3.69 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.64 (t, J 
= 7.0 Hz, 2H), 2.36 (s, 3H), 1.62 (m, 2H), 1.34 (m, 2H), 0.93 (t, J = 7.4 Hz, 3H) 0 

20 ^flgffil (109) 

2- (3- (2- (5 -^^-2 - (4-^no7x^) **4)rV~-fi'- 
4--f;i/) xj>^» 71-^) ft® • ^ 
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TLC:Rf 0M(^^y I W&i3-*)V= 2 : i); 

NMR (CDQ 3 ) : S 7.91 (d, J = 8.6 Hz, 2H), 7.40 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96(1, J = 6.6 
Hz, 2H), 2.37 (s, 3H) 0 

mmmi (no) 

2- (3- (2- (5 -^f-^-2 - (ft7x>-2-^) 
10 —4 — f ^) X^y) 7jc^) ftR- ^f-A^i^-rA' 




TLC :Rf 0.43 (^*-fr V I »|[xf^= 2 11); 
15 NMR (CDC1 3 ) : S 7.58 (dd, J = 3.7, 1.2 Hz, 1H), 7.36 (dd, J = 5.2, 1.2 Hz, 1H), 
7.22 (m, 1H), 7.08 (dd, J = 5.2, 3.7 Hz, 1H), 6.77-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 
2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

mm (1 1 1) 

20 2- (3 - (2 - (5-*f-A"-2- (77>-2-^V) * 4 
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1LC:Rf 0.33 (^*^ I gfe&x?-;W=2 : 1); 

NMR (CDa 3 ) : S 7.51 (m, 1H), 7.21 (m, 1H), 6.92 (d, J = 3.4 Hz, 1H), 6.78-6.87 
5 (m, 3H), 6.50 (dd, J = 3.4, 1.8 Hz, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H)o 

2- (3- (2- (5-^f-;u-2- (tf U W—2 —-i P) 
10 4 — f ^) ^h*v) 7x^) gfc$ • pt^;l/.x*-f ^ 




TLC.Rf 0J7(ftS?^^); 
15 NMR (CDCI3) : 5 8.70 (m, 1H), 8.05 (m, 1H), 7.78 (ddd, J = 7.8, 7.8, 1.6 Hz, 1H), 

7.31 (m, 1H), 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 
3.57 (s, 2H), 3.00 (t, J = 6.6 Hz, 2H), 2.43 (s, 3H)o 

Hfife flll (H3) 

20 2- (3- (2 - (5-^^-2- f^7xx;v) x^V^S-fr- 

4-4 )V) x.Y*ci/) 7x-)l/) ^-^f;VXXf^ 



129 



WO 99/46232 



PCT/JP99/DU34 




tlc : Rf o.76(^^-t> : ft^^;w=2 : d; 

NMR (CDa 3 ) : S 7.91 (m, 1H), 7. 19-7.34 (m, 4H), 6.78-6.87 (m, 3H), 4.25 (t, J = 

5 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.8 Hz, 2H), 2.65 (s, 3H), 2.37 (s, 
3H) 0 

mmu n 1 4) 

2- (3- (2- (5-**A'-2- (Z-*T)V7 tW'S-A'- 
10 4-^f;i/) i^y) 7i-^) ftK-^f^f^ 




H 3 C 

TLC : Rf 0.55 I jft®^;W=2 II); 

15 NMR (CDCI3) : S 7.75-7.82 (m, 2H), 7. 17-7.35 (m, 3H), 6.78-6.86 (m, 3H), 4.24 

(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H), 
2.37 (s, 3H) 0 

mm (115) 

20 2- (3 - (2 - (5-><^-;W-2- } )7Pto^^)WjL-)U) * 
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TLC:Rf 0.57(^4r"9-> I gfcgJ^;W= 2 : l)i 

NMR (CDQ 3 ) : $ 8.09 (d, J - 8.4 Hz, 2H), 7.68 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99(t, J = 6.6 
Hz, 2H), 2.40 (s, 3H) 0 

m &l (1 1 6) 

2- (3- (2- (5 2 - (4-7;^a7x-^) 

10 -4-**) Jth*'» 7i-^) SK-^^fJl' 




TLC :Rf 0.51 ("MMf** I gfc&Xf-;i/=2 : 1); 
15 NMR (CDC1 3 ) : 8 7.91-8.04 (m, 2H), 7.05-7.24 (n* 3H), 6.75-6.92 (m, 3H), 4.23 
(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) G 

^fifcggl (1 1 7) 

2- (3- (2- (5 2- (4->7;7x^) j-^*/-*- 
20 4--01') xh^-» ftK-^^^x^x^ 
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TLC:Rf 0.37(^4r-9-> I ftK^^^=2 : 1)1 

NMR(a>Cl3): $ 8.07 (d, J = 8.8 Hz, 2H), 7.71 (d, J = 8.8 Hz, 2H), 7.22 (m, 1H), 
6.78-6.87 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 
5 6.6 Hz, 2H), 2.40 (s, 3H)„ 

mm (x 1 3) 

2- (3- (2- (5 -^f"^- 2 - 2, 3-f-TvTV 

10 )Vx.XtK 



TLC:Rf 0.49(^^-9-> I ftlfc^f- 2 : 1); 
15 NMR (CDa 3 ) : 5 7.22 (m, 1H), 6.78-6.87 (m, 3H), 4.23 (t, J = 6.2 Hz, 2H), 3.68 
(s, 3H), 3.58 (s, 2H), 3.02 (s, 3H), 2.98 (t, J - 6.2 Hz, 2H), 2.41 (s, 3H)o 

2- (3- (2- (5 2- (2, 3, 5, 6-f F77^n-4 
20 -^f^7x-;V) **"9-V-A'-4-'f *0 Xh^y) 7z-H/) Bftt* * 




CH3 
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F F 

TLC : Rf 0^8(^^r-9-> : B^K^^=2 II); 

NMR (CDCla) : $ 7.20 (m, 1H), 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 
5 (s, 3H), 3.58 (s, 2H), 3.02 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H), 2.33 (s, 3H) 0 

2- (3- (2- (5-*f-*-2- (3--hn-4-^f^7x^^) * 




TLC:Rf o.33(^^-9-> : ftK^f-;w=2 : 1) ; 

NMR (CDCI3) : 5 8.55 (d, J = 1.6 Hz, 1H), 8.09 (dd, J = 8.0, 1.6 Hz, 1H), 7.41 (d, 

15 J = 8.0 Hz, 1H), 7.19 (m, 1H), 6.70-6.88 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.98 (u J = 6.6 Hz, 2H), 2.64 (s, 3H), 2.40 (s, 3H) 0 

m m wi (121) 

2- (3- (2- (5-^^^-2-v^D^^v;v^^^!/-;i/-4-^^) 
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TLC:Rf 0.50 :fifc&x?-;i/=2 I 1)1 

NMR (CDCI3) : S 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 
5 (s, 3H), 3.58 (s, 2H), 2.87 (t, J = 6.7 Hz, 2H), 2.69 (m, 1H), 2.24 (s, 3H), 1.96-2.08 
(m, 2H), 1.20-1.86 (m, 8H) Q 

mSLl (12 2) 

2 _ (3- (2- (5-^^-2-v?n^>-^*^V > -;W-4-'Ol') 
10 xh^fy) 7x^)^->f;i/xxf^ 




TLC:Rf 0.50 (^+"9- > I fttxf^=2 I 1); 
15 NMR (CDCl 3 ) : £ 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 

(s, 3H), 3.58 (s, 2H), 3.11 (m, 1H), 2.86 (t, J = 6.7 Hz, 2H), 2.24 (s, 3H), 1.58-2.12 
(m,8H) 0 

m m (12 3) 

20 2- (3- (2 - (5->f"^-2- (4-^>fJl'7x^l/) ^^r^V-^ 



134 



WO 99/46232- 



PCT/JP99/01134 




TLC : Rf o^5(^^-9-> : ft^^;i/=2 I l); 

NMR (CDCL3) : d 7.88 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.17 (m, 1H), 
5 6.70-6.88 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 2H), 2.96(t, J = 6.8 
Hz, 2H), 2.63 (t, J = 7.6 Hz, 2H), 2.36 (s, 3H), 1.64 (m, 2H), 1.20-1.42 (m, 4H), 
0.89 (t, J = 6.6Hz,3H)» 

mmmi (12 a) 

10 2- (3- (2- (5 2- (tf >;^>-4->f;w) jJ-^V-^- 




15 TljC:Rf 0^2(^+-^> I ft^x^= 1 I 1)1 

NMR(CDa 3 ): 5 8.90(d, J = 6 Hz, 2H), 7.85 (d, J = 6 Hz, 2H), 7.20 (dd, J= 8, 8 

Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3. 10 
(s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.45 (s, 3H)o 

20 mMLLJJLZJil- 

2- (3- (2- (5-^-f;u-2- (ev^>-3->f 
4->f;w) xl**v) 7i-^) SK^f^iX7;i' 
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TLC :Rf 0.33 (^^> I gfcgp^;w= 1 : 3) ; 

NMR (CDC1 3 ) : $ 9.22-9. 18 (m, 1H), 8.61 (dd, J = 5.0 Hz, 1.8 Hz, 1H), 8.25-8. 19 
5 (m, 1H), 7.37-7.16 (m, 2H), 6.85-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.66 (s, 3H), 
3.56 (s, 2H,, 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

(12 6) 

2- (3- (2- (5-**-n>-2- (e'Jy>-4-^^) 
10 4-^^) -^h^v) -7ji-;W ftSt-^f-^iXf-A' 




Rfo.25 : gfc$i^= 1 : 3) ; 

15 NMR (CDCI3) : 8 8.71-8.67 (m, 2H), 7.83-7.80 (ra, 2H), 7.26-7.17 (m, 1H), 6.86- 
6.79 (m, 3H), 4.24 (t, J = 6.4 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.4 Hz, 
2H), 2.40 (s, 3H) 0 

m m (12 7) 

20 2- (3- (2- (5-^f-;u-2- (4->f-;m*^7^>-i-'f ;u) 
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H3C-N 




CH3 



TLC:Rf 0.39(^nn7j>;WA : ^ 9S-)V=2 0 : 1) ; 

NMR (CDa 3 ) : S 7.21 (m, 1H), 6.77-6.85 (m, 3H), 4. 19 (t, J = 7. 1 Hz, 2H), 3.68 
5 (s, 3H), 3.58 (s, 2H), 3.42 (m, 4H), 2.94 (t, J = 7. 1 Hz, 2H), 2.50 (m, 4H), 2.33 (s, 
3H), 2.25 (s, 3H)o 

gffiflj (12 8) 

2- (3- (2- ( 5 - > f * - 2 - 7xi* t W-*- 4-4 ;W) J^h 



TLC: Rf 0.79(ffiS?J^f-^ I ^*^= 1 : 1); 
15 NMR (CDa 3 ) : 6 7.98 (m, 2H), 7.50-7.35 (m, 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
6.95-6.80 (m, 3H), 4.58 (s, 2H), 4.25 (t, J =6.5 Hz, 2H), 3.96 (s, 2H), 2.98 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 1.47 (s, 9H) C 

20 2- (3- (2 - (5 2- (ey 3 — f Jl^) >U- 




CH3 
CH3 
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TLC:Rf ai4(A*t'/:ftixfju=i : 2); 

NMR (CDa 3 ) : £ 9.20 (d, J = 2 Hz, 1H), 8.65 (dd, J = 5, 2 Hz, 1H), 8.25 (m, 1H), 
5 7.35 (m, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.75 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 
3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, I = 6.5 Hz, 2H), 2.40 (s, 3H)o 

mm H3 0) 

2- (3- (2- (5 2- (4 7*-*) **-9-y- 
10 )V-4-^)^) x^h*v) 71-^) ^-^^-^^^x^ 




•nx:Rf 0.39(^^-9-^ : tt^f-^= 2 : i); 

15 NMR(CDC1 3 ):<J 7.88 (d, J= 8.6 Hz, 2H), 7.27 (d, J = 8.6 Hz, 2H), 7.17 (dd, J = 
7.8, 7.6 Hz, 1H), 6.70-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H)„ 

m m (13 1) 

20 2- (3 - (2- (5-^ffl'-2-y^n^DeX'tW-fl'-4->f^) 
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HjC:Rf 039{^*V-> : fr= l :i); 

NMR (CDCI3) : 8 7.26-7. 16 (m, 1H), 6. 85-6.76 (m, 3H), 4. 14 (t, J = 6. 8 Hz, 2H), 
5 3.68 (s, 3H), 3.57 (s, 2H), 2.83 (t, J = 6.8 Hz, 2H), 2.21 (s, 3H), 2.04-1.90 (m, 1H), 
i. 01-0.89 (m,4H) 0 

mmmi (132) 

2- (3- (2- (5->^^-2- (4--hn7x-^) ^^V-^- 
10 4--f>l>) Xf^py) 7x^ib) ^•^^^^7"^ 




TLC:Rf 0.57(^4r-tV : Bt^f-^=4 I 3) ; 
15 NMR (CDQ3) : S 8.29 (d, J = 9.0 Hz, 2H), 8.13 (d, J = 9.0 Hz, 2H), 7.22 (m, 1H), 
6.77-6.87 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.86 (s, 3H), 3.58 (s, 2H), 3.00 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H) e 

(13 3) 

20 2- (3- (2 - (5-^^-2- »J >-2-W» 
4-j)V) xh^v) 7x-;u) • ^f-^^x;!' 
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TLC:Rf 038(^^r"9-> I l|if*=4 I 3) ; 

NMR(CDCl3) : S 8.17-8.29 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 
5 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 
3.05 (t, J = 6.6 Hz, 2H), 2.49 (s, 3H) 0 

mm (13 4) 

2- (3- (2- (5-^^^-2- (3-f'J7;HD^>4y7x-^) 




TLC : Rf 0.46 I g^g?^f-^= 2 11); 

15 NMR (CDCI3) : 8 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.82 (ra, 1H), 7.45 (t, J = 

7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.88-6.77 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H)» 

WtfcWl (13 5) 

20 2-(3-(2-(5-^f-^-2-(2-h'J7^^-n^ Y ^-s? 
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TLC : Rf 0.43 I ftRif-^= 2 I I)', 

NMR (CDC1 3 ) : S 8. 11-8.04 (m, 1H), 7.49-7.31 (m, 3H), 7.27-7. 16 (m, 1H), 6.88- 
5 6.76 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.6 Hz, 
2H), 2.39 (s, 3H) 0 

(136) 

2- (3- (2 -.(4-^^-2- 7 Jc^;i/*3Mr/-;i/- 5-4*0 J^h 
10 7x-)V) S^-^^^i^x^ 




TLC:Rf 0.37 : &&^)U=2 : 1) ; 

15 NMR (OX33) : 5 8.02-7.95 (m, 2H), 7.49-7.38 (m, 3H), 7.28-7. 18 (m, 1H), 6.90- 

6.77 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 16 (t, J = 6.8 Hz, 
2H), 2.22 (s, 3H) 0 

lift] (13 7) 

20 2- (3- (2- (5 2- (i, )v) 
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O CH3 



CH3 
CH3 



O 



TLC:Rf 0.83 : ffc$x^;V= 1 : 1); 

NMR (CDCI3) : S 7.51 (dd, J = 8.0, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.24 (t, 

5 J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.58 (s, 2H), 4.23 (t, J = 6.8 Hz, 
2H), 3.96 (s, 2H), 2.95 (t, J - 6.8 Hz, 2H), 2.35 (s, 3H), 1.48 (s, 9H) 0 



2- (3- (4- (4-^f;l'7x-^) f7y-^-2-'f^b*-» 7 
10 x^^^Wt) gfcg 



l^ajSLfc-fk^* (0.51 g) — r h7KKD77> 
15 (8mU 1 : 1) U 2N-*gHfc^h';«7A;jc}§& 

(3.2ml) £iflx.T, S£-C3l^^«^L7to ^»£*tttt£«*iJDx.T, 

**"CS»SU TE*ttffi**rr*»Wft'&« (0.39g) *&fc 0 
20 nX:Rf 0.37 (ftRxf*) ; 

NMR (CDCI3+4 drop of CD3OD) : S 7.77 (2H, d, J=8.0Hz), 7.45 (1H, s), 7.23- 
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7.31 (3H, m), 6.91-7.05 (3H, m), 5.42 (2H, s), 3.83 (2H, s), 3.08 (2H, s), 2.39 (3H, 

S)o 

5 mmm 1 -cmm Ltzit^m<o^,t> \z%mm id) -mmm 1 (137) 
10 nm m 2 m 

6- (3- (4- (4->f^7i-;l') f7^-2-^V^^y) 7 




15 

TLC:Rf 0.41 (^+-9- > : ftHt***= 1 : DJ 

NMR (CDa 3 ) : * 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.28-7.16 (3H, m), 6.90- 
6.78 (3H, m), 5.42 (2H, s), 2.60 (2H, t, J=7.5Hz), 2.39 (3H, s), 2.34 (2H, t, 
J=7.5Hz), 1.76-1.54 (4H, m), 1.46-1.24 (2H, m) 0 

20 

mm (3) 

5- (3- (tf 7^-^-4-4 fr* h*v) 7Jt-/U) s<>9>m 
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TLC:Rf 0.49 

NMR (CDa 3 ) : 6 7.58-7.64 (4H, m), 7.35-7.53 (5H, m), 7.21 (1H, m), 6.78-6.84 
5 (3H, m), 5.09 (2H, s), 2.62 (2H, t, J=7.0Hz), 2.38 (2H, t, J=7.0Hz), 1.64-1.72 (4H, 
m) 0 

mm o) 

4- (3- (tf"7x.=.;V-4--f y^-)^) ~f*y& 

10 




TLC :Rf 0.67 (ft^if-^) ; 

NMR(cl6-DMSO) : S 7.62-7. 66 (4H, m), 7.31-7.51 (5H, m), 7.14 (1H, dd, J=7.5, 
15 7.5Hz), 6.71-6.82 (3H, m), 5.07 (2H, s), 2.52 (2H, t, J=7.0Hz), 2.06 (2H, t, 
J=7.0Hz), 1.74 (2H, tt, J=7.0, 7.0Hz) o 

4- (3- (4- (4-^f;i'7x-;i/) <f-TV-)V-2 -J )V* Y^-y) 7 
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H 3 C 





5 TLC : Rf 0.63 (H*^*) ; 

NMR (CDCI3) : 8 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.23 (2H, d, J=8.0Hz), 
7.22 (1H, m), 6.81-6.88 (3H, m), 5.41 (2H, s), 2.66 (2H, t, J=7.5Hz), 2.38 (3H, s), 
2.36 (2H, t, J=7.5Hz), 1.96 (2a tt, J=7.5, 7.5Hz) 0 

10 mssm (5) 

4- (3- (2- ( 5 f 2 - 7x-;i/t^t/-;i'- 4 - 'f ^) xF 



TLC:Rf 0.47 (S^^JU) ; 

NMR (CDCI3) : 5 7.94-8.02 (2H, m), 7.39-7.48 (3H, m), 7. 18 (1H, m), 6.72-6.78 
(3H, m), 4.23 (2H, t, J=6.6Hz), 2.98 (2H, t, J=6.6Hz), 2.64 (2H, t, J=7.2Hz), 2.38 
(3H, s), 2.35 (2H, t, J=7.2Hz), 1.95 (2H, tt, J=7.2, 7.2Hz) 0 




20 



mmm (6) 
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6- (3- (2- (5-^f^-2-7x-;VtW-^-4--f^) x(. 




5 

TLC : Rf 0.41 n p^M : ^ ? J - 15 11); 

NMR (CDCI3) : 5 8.02-7.91 (2H, m), 7.49-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.78-6.69 (3H, in), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.58 (2H, t, 
J=7.5Hz), 2.38 (3H, s), 2.34 (2H, t, J=7.5Hz), 1.75-1.54 (4H, m), 1.45-1.25 (2H, m)o 

10 

£jfi fll2 (7) 

5- (3- (2- (5-^^-2 ~-7 3l-)V^^V~)V-A-^ )V) x(. 



O 



15 




TLC : Rf 0.36(^nn*;i/^ : ^ ^/-;i/= l 5 : l) ; 

NMR (CDQ 3 ) : S 8.04-7.92 (2H, m), 7.49-7.36 (3H, m), 7.17 (1H, t, J=8.0Hz), 

6.78-6.68 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.68-2.53 (2H, m), 
20 2.45-2.30 (5H, m), 1.79-1.56 (4H, m)o 

mm (s) 

2- (3- (3- (\£7 3.-^-4 -4 fr* h^ry) 7*-)U) 7nt?;v^*) 
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5 TLC: Rf 0.38 n n*;l/A : * ? J ->U= 1 0 : 1 ) ; 

NMR (CDCI3) : 8 7.35-7.64 (9H, m), 7.22 (1H, m), 6.78-6.86 (3H, m), 5.09 (2H, 

s), 3.25 (2H, s), 2.70 (2H, t, J=7.5Hz), 2.67 (2H, t, J=7.5Hz), 1.94 (2H, tt, J=7.5, 
7.5Hz) 0 

10 mmm2 (9) 

2- (3- (3- (4- (4-^f^7i-^) f7/-Jl/-2-^Mh^ . 
v) 7i-*) ?n ft®. 




OH 



15 

TLC:Rf 0.41 (?nn*;WA : * 1 0 : 1) ; 

NMR (CDCI3) : 8 7.75 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.18-7.26 (3H, m), 6.80- 

6.91 (3H, m), 5.44 (2H, s), 3.23 (2H, s), 2.71 (2H, t, J=7.4Hz), 2.65 (2H, t, 
J=7.4Hz), 2.38 (3H, s), 1.93 (2H, tt, J=7.4, 7.4Hz)„ 
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mm2 no) 

6- (2- (2- (5-^f^-2-7x-Wt v /-^-4->f^ .x. h 



TLC:Rf 0.50(^nn^;i/A : pt^/-;U=l 0 t 1) ; 

NMR (CDa 3 ) : 5 7.95-8.00 (2H, m), 7.39-7.44 (3H, m), 7.07-7. 17 (2H, m), 6.81- 
10 6.88 (2H, m), 4.23 (2H, t, J=6.7Hz), 3.00 (2H, t, J=6.7Hz), 2.57 (2H, t, J=7.3Hz), 
2.37 (3H, s), 2.30 (2H, t, J=7.4Hz), 1.46-1.69 (4H, m), 1.22-1.40 (2H, m) 0 

mm (1 1) 

2- (3- (e7x^-4->fW h*v) 7i-WfW) 



TLC:Rf 0.39 <&&J-Tfr); 

NMR (CDa 3 ) : (5 7.60-7.64 (4H, m), 7.22-7.53 (6H, m), 6.89-7.02 (3H, m), 5. 11 



5 
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(2H, s), 3.83 (2H, s), 3.10 (2H, s) c 
**W2 (12) 

2- (3- (2- (5-^fA'-2-7iimt , /-*-4->f *) 
5 7x-;Mfm) ffcg 




TLC:Rf 0.33 (6fc$^^) ; 
10 NMR (0X33) : S 7.95-8.00 (2H, m), 7.40-7.47 (3H, m), 7.21 (1H, dd, J=8.0, 

8.0Hz), 7.03 (1H, dd, J=2.0, 1.0Hz), 6.88 (1H, ddd, J=8.0, 3.0, 2.0Hz), 6.81 (1H, 
ddd, J=8.0, 3.0, 1.0Hz), 4.28 (2H, t, J= 7.5Hz), 3.86 (2H, s), 3.16 (2H, s), 2.98 (2H, 
t, J=7.5Hz), 2.39 (3H, s)„ 

15 m m (13) 

5- (2- (2- (5-^^-2-71-^*^7-^-4-^ A>) 
*v) 7x-)V) U'^S'R 




20 

iLC:Rf o.58(*ttD*/w£ : > *y-;w=9 : l); 

NMR (CDCI3) : S 8.00-7.95 (2H, m), 7.50-7.35 (3H, m), 7.20-7.05 (2H, m), 6.90- 
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6.80 (2H, m), 4.25 (2H, t, J = 7 Hz), 3.05 (2H, t, J = 7 Hz), 2.60 (2H, t, J = 7 Hz), 
2.40 (3H, s), 2.35 (2H, t, J = 6 Hz), 1.80-1.50 (4H, m) 0 

**«2 (14) 

5 6- (2- (4- (4-^Wx-;i/) )V* h*v) 7 




10 TLC:Rf 0.76 (RMfex-T-A') ; 

NMR (CTO3) : * 7.79 (2H, d, J=8.4Hz), 7.44 (1H, s), 7.15-7.26 (4H, m), 6.91- 

6.98 (2H, m), 5.41 (2H, s), 2.73 (2H, t, J=7.4Hz), 2.38 (3H, s), 2.36 (2H, t, 
J=7.3Hz), 1.62-1.78 (4H, m), 1.37-1.52 (2H , m) 0 

15 mmm 2(15) 

.2- (3- (3- (2- (5-^^-2-7x^t*ty-JV-4-'f^) 




20 

TLC:Rf 0.42(^nD*;i/A : ^^y-;w=i 0 : 1); 
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NMR (CDQ 3 ) : 6 7.94-7.98 (m, 2H), 7.41-7.44 (m, 3H), 7.16 (dd, J = 7.7, 7.7 Hz, 

1H), 6.89 (m, 1H), 6.72-6.76 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.23 (s, 2H), 3.01 (t, 
J = 7.2 Hz, 2H), 2.72 (t, J = 6.7 Hz, 2H), 2.66 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 1.94 
(tt, J = 6.7, 6.7 Hz, 2H) 0 

5 

mm (is) 

2- (3 - (2- (tT7x-;W-4-'f;W) 7i-WfW) 




TLC:Rf 0.43(^nn*;i/A : ^ ^y-;i/= 1 0 I 1) ; 

NMR (CDd 3 ) : 5 7.52-7.61 (m, 4H), 7.34-7.47 (m, 5H), 7.23 (dd, J = 8.0, 8.0 Hz, 
1H), 6.80-6.92 (m, 3H), 4.21 (t, J = 6.8 Hz, 2H), 3.81 (s, 2H), 3.14 (t, J = 6.8 Hz, 
15 2H), 3.11 (s, 2H) 0 

m m (1 7) 

2- (4-^nn-3- (2- (5 2 -7x-^n'/-^-4 
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TLC:Rf 0J8(tIc: * 9 J -fr : ^Do,tM=i : io : 100); 

NMR (CDCI3) : S 7.99 (m, 2H), 7.50-7.40 (m. 3H), 7.28 (d, J = 8.0 Hz, 1H), 7. 15 
(d, J = 2.0 Hz, 1H), 6.82 (dd, J = 8.0, 2.0 Hz, 1H), 6.30 (br., 1H), 4.38 (t, J = 6.5 Hz, 
2H), 3.85 (s, 2H), 3.18 (s, 2H), 3.03 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H)„ 

£flftfl)2 (18) 

2- (4-*on-3- (4- (4 7-TV-)\s-2-4 



10 




TLC:Rf 0.42 (Tfc: ^nD*n/A= 1 : 10 : 100); 

NMR (CDCI3) : d 7.73 (d, J = 8.0 Hz, 2H), 7.44 (s. 1H), 7.33 (d, J = 8.0 Hz, 1H), 
7.22 (d, J = 8.0 Hz, 2H), 7.11 (d, J = 2.0 Hz, 1H), 6.91 (dd, J = 8.0, 2.0 Hz, 1H), 
15 5.50 (s, 2H), 3.80 (s, 2H), 3.04 (s, 2H), 2.37 (s, 3H) C 

&1fom2 (19) 

2- (3- (MyjL-JV-A -4 )V* Y*z/) -4-^an7x^MW 

*) mm 
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TLC:Rf 0.34(*: * 9 J -fr \ ^na^A=l : 10 : 100); 
NMR (CDa 3 ) : S 7.65-7.35 (m, 9H), 7.33 (d, J = 8.0 Hz, 1H), 7.01 (d, J = 2.0 Hz, 
5 1H), 6.87 (dd, J = 8.0, 2.0 Hz, 1H), 5.20 (s, 2H), 3.79 (s, 2H), 3.02 (s, 2H) 0 

*iMI2 (2 0) 

2- (3- ( (2E) -3- (If 7x— 4 — f fr) 7"D^-^t^y) 7 

10 




TLCrRf 0.29 o n^;WA : ^ ^ y -;l/= 1 0 : 1 ) ; 

NMR(CDC1 3 ) : S 7.22-7.62 (m, 10H), 6.74-6.97 (m, 4H), 6.45 (dt, J = 16.0, 5.6 
15 Hz, 1H), 4.73 (d, J = 5.6 Hz, 2H), 3.84 (s, 2H), 3.12 (s, 2H) C 

^*fe^2 (2 1) 

2- (3- (3- (Vf7i-;W-4--f^) 7"n^y) 7i-WWt) 

153 



WO 99/46232 



PCT/JP99/01134 



TLC:Rf 029i7nn^A:^^'-;i/=2 0: 1); 
5 NMR (CDCI3) : 8 7.19-7.61 (m, 10H), 6.78-6.93 (m, 3H), 4.00 (t, J = 6.1 Hz, 2H), 

3.82 (s, 2H), 3.12 (s, 2H), 2.86 (t, J = 7.6 Hz, 2H), 214 (tt, J » 7.6, 6.1 Hz, 2H) Q 
**«2 (2 2) 

2- (3- (2- (5-*?-)l<-2-~7^-)l'**W-)\'- 4-<< )V) x). 
10 ty) 7x-^) M.^f-^jL^x^ 




TLC:Rf 0.52(^nn*;l/A : ^ ^y-^=9 : 1) ; 
15 NMR (CDC1 3 ) : 5 8.00-7.90 (m, 2H), 7.45-7.35 (m, 3H), 7.20 (t, J - 7.5 Hz, 1H), 

6.90-6.75 (m, 3H), 4.20 (t, J = 7 Hz, 2H, ), 3.60 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.35(s, 3H) 0 

**MI2 (2 3) 

20 2 - (3 - (^7x^-4-^ JU* t*Vy V-5—f;Mf A-f t) 
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TLC:Rf 0.14 (tK: *9 J—fr\ ^no*M=l :10:100); 
5 NMR (DMSOde) : 8 8.27 (d, J = 3.0 Hz, 1H), 8.12 (d, J = 1.5 Hz, 1H), 7.75-7.30 

(m, 10H), 5.23 (s, 2H), 3.83 (s, 2H), 3.15 (s, 2H)„ 
**«2 (2 4) 

2- (3- (4* -"/n \£)V\£y n—fr-A-^ h*v) 7x-;^f;V 
10 Bfcg£ 



TLC:Rf 0.41 (BEg^f-A/) ; 
15 NMR (CDCI3) : $ 7.60 (d, J = 8.3 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.48 (d, J = 
8.3 Hz, 2H), 7.26 (dd, J = 7.8, 7.8 Hz, 1H), 7.25 (d, J = 8.2 Hz, 2H), 6.88-7.01 (m, 
3H), 5. 10 (s T 2H), 3.83 (s, 2 H), 3. 10 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 1.68 (tq, J = 
7.4, 7.4 Hz, 2H), 0.97 (t, J = 7.4 Hz, 3H)„ 
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**«2 (2 5) 

2- (3- (4- WJ>-A-4fr) 7 j--)V* Y**y) 
**) ft® 



5 




TLCtRf 0.47(^nn^;i/A : * ; i) ; 

NMR (CDCI 3 + 17 drops of CD3OD) : d 8.53 (d, J = 5.8 Hz, 2H), 7.61 (d, J = 8.0 

Hz, 2H), 7.49-7.52 (m, 4H), 7.18 (dd, J = 7.7, 7.7 Hz, 1H), 6.80-6.95 (m, 3H), 5.07 
10 (s, 2H), 3.76 (s, 2H), 3.02 (s, 2H)o 

^*fcftll2 (2 6) 

2- (3- (4- {\£VV>-Z-4 )V) 7x^M^'» 7x^;Mf^ 




. TLC:Rf 0.44(^DD*;l/A I * *S-)V=5 I 1) ; 

NMR (DMSOdg) : 5 8.88 (d, J = 1.5 Hz, 1H), 8.56 (dd, J = 4.8, 1.5 Hz, 1H), 8.05 
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(m, 1H), 7.72 (d, J = 8.0 Hz, 2H), 7.54 (d, J = 8.0 Hz, 2H), 7.48 (m, 1H), 7. 19 (dd, J 
= 8.0, 8.0 Hz, 1H), 6.86-6.9 9 (m, 3H), 5.11 (s, 2H), 3.73 (s, 2H), 2.99 (s, 2H) 0 

mmm2 (2 7) 

5 2- (3- (4- (1, 3-yt^rt^>/>-5-^JV) 7*.-)V* h*^) 




10 TLC:Rf 028(^nn*;i/A : ^ ^y-;U= 1 0 I 1) ; 

NMR (CDa 3 ) : 8 7.53 (d, J = 8.1 Hz, 2H), 7.47 (d, J = 8.1 Hz, 2H), 7.26 (dd, J - 
7.8, 7.8 Hz, 1H), 6.86-7.07 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.83 (s, 2H), 3.10 (s, 
2H) 0 

15 »*«2 (2 8) 

2- (3- (4- (If 7x-WKv) 7i-;Mf^ 

**) ft® 
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HjC:Rf O.50(^on^;l/A : ^ ^/-;l/= 1 o : 1) ; 

NMR (CDCI3 +3 drops of CD3OD) : S 8.64 (ddd, J = 5.0, 1.6, 1.4 Hz, 1H), 7.90 (d, 
J = 8.6 Hz, 2H), 7.67-7.82 (m, 2H), 7.51 (d, J = 8.6 Hz, 2H), 7.18-7.29 (m, 2H), 
5 6.84-6.94 (m, 3H), 5.13 (s, 2H), 3 .77 (s, 2H), 3.00 (s, 2H) B 

mmm2 (29) 

2- (5- (tf7 4 --f h^rv) -2--fD7x-JMf Jl/f 

*) mm 



TLC:Rf 0.40(?nn*;VA : ^ ^y-;u= 1 0 : 1) ; 

NMR (CDC%) : 8 8. 16 (d, J = 9.0 Hz, 1H), 7.56-7.65 (m, 4H), 7.32-7.51 (m, 5H), 
15 7.04 (d, J = 2.8 Hz, 1H), 6.99 (dd, J = 9.0, 2.8 Hz, 1H), 5.21 (s, 2H), 4.25 (s, 2H), 
3.09 (s, 2H) 0 

3^1 2 (2 0) 

2- (3- (lf7i-;w-4--f /Wj* h + y) - 4 h 07 oc-;up< 
20 *) 
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TLC:Rf o.25(^nn*;i/A : ^ ^y-;i/= l o : 1) ; 

NMR (CDCL3) : S 7.85 (d, J = 8.4 Hz, 1H), 7.35-7.64 (m, 9H), 7.17 (d, J = 1.6 Hz, 
5 1H), 7.00 (dd, J = 8.4, 1.6 Hz, 1H), 5.29 (s, 2H), 3.84 (s, 2H), 3.03 (s, 2H) C 

2- (3- (4- (1, 3-v**-*M 4 7ac^;i^ f^y) 




TLC:Rf 0.35(?nn*;WA : ^ *?;-)V= 1 o : 1) ; 

NMR (CDCI3) : $ 7.73 (d, J = 8.5 Hz, 2H), 7.50 (d, J = 8.5 Hz, 2H), 7.25 (dd, J = 
15 8.0, 8.0 Hz, 1H), 6.80-7.08 (m, 6H), 6.01 (s, 2H), 5. 11 (s, 2H), 3.82 (s, 2H), 3.08 (s, 
2H) 0 

^mm2 (3 2) 

2- (3- (2-7x-JVf7 , /-^-4-'f;Ml«+y) 7x-;^f^f 
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*) mi. 




5 TLC:Rf 0.42 (* n n*;VA : * f;-)\,= 1 0 : 1) ; 

NMR (CDC1 3 ) : 8 8.80 (bis, 1H), 7.90-7.96 (m, 2H), 7.40-7.45 (m, 3H), 7.32 (s, 
1H), 7.25 (dd, J = 7.8, 7.8 Hz, 1H), 6.89-7.03 (m, 3H), 5.27 (s, 2H), 3.82 (s, 2H), 
3.09 (s, 2H)o 

10 mmm (33) 

2- (3- (2- (5-^^-2- (4-^f^7x^) J*-*"^/-*/- 




15 

TLC:Rf 0.42(^nn*;i/A : p< ^y-;i/= 1 0 I 1) ; 

NMR (CDCI3) : 8 7.86 (d, J = 8.0 Hz, 2H), 7.25-7. 17 (m, 3H), 7.07 (s, 1H), 6.88 

(d, J = 7.8 Hz, 1H), 6.80 (dd, J = 8.0, 1.4 Hz, 1H), 4.29 (t, J = 7.7 Hz, 2H), 3.87 (s, 
2H), 3.18 (s, 2H), 2.96 (t, J = 7.7 Hz, 2H), 2.39 (s, 3H), 2.37 (s, 3H) D 

20 

mm (34) 

2- (3- (2- (2-7x^f7 , /-^-4-'f;i') -^h*v) 7 
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TLC : Rf 0.46(^on?h;PA : ^ ^y-;i/= 1 o : 1) ; 
5 NMR(CDa 3 ): S 7.90-7.95 (m, 2H), 7.39-7.46 (m, 3H), 7.23 (dd, J = 7.8, 7.8 Hz, 

1H), 7.08 (s, 1H), 6.81-6.98 (m, 3H), 4.38 (t J = 7.0 Hz, 2H), 3.83 (s, 2H), 3.30 (L J 
= 7.0Hz, 2H), 3.12(s,2H)o 

^mm 2 (35) 

10 2- (3- (2- (5 2- (4-hV7^*n>f;i/7i-;l/) * 



15 TLC:Rf 0.27 n D*;i/A I J -)V= 1 0 : 1 ) ; 

NMR (CDa 3 ) : $ 8.09 (d, J = 9.0 Hz, 2H), 7.70 (d, J = 9.0 Hz, 2H), 7.22 - 6.79 
(m, 4H), 4.29 (t, J=7.5Hz,2H), 3.86 (s, 2H), 3.17 (s, 2H), 2.99 (t, J = 7.5 Hz, 2H), 
2.42 (s, 3H)o 

20 mm (3<?) 

2- (3- (2- (2-7x-;i/t^t7-^-4-^^) ^h*v) 7^- 
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TLC : Rf 0-34(^nn*;WA : > ^y-;i/= 1 o : 1) ; 

NMR (CDCI3) : S 7.99-8.04 (m, 2H), 7.58 (s, 1H), 7.42-7.47 (m, 3H), 7.23 (dd, J 
5 = 7.7, 7.7 Hz. 1H), 6.89-6.95 (m, 2H), 6.83 (dd, J - 7.7, 2.5 Hz, 1H), 4.30 (t, J = 7. 1 
Hz, 2H), 3.84 (s, 2H), 3.14 (s, 2H), 3.08 (t J = 7.1 Hz, 2H) e 

**«2 (3 7) 

2- (3- (2- (5 2- (A-y^tuyjL-p) tZ-y-y-fr 
10 -4-4*) *-Y* f s) 




tlc : Rf o.39(^on*;i/A : ^ ^y-;i/= 1 0 : l) ; 

15 NMR(aX3 3 ): 8 7.97 (dd, J = 8.8, 5.2 Hz, 2H), 7.24-7.07 (m, 3H), 6.97 (m, 1H), 
6.89 (d, J = 7.6 Hz, 1H), 6.79 (dd, J = 8.0, 1.8 Hz, 1H), 4.25 (t, J = 7.1 Hz, 2H), 
3.82 (s, 2H), 3.13 (s, 2H), 2.9 7 (t, J = 7.1 Hz, 2H), 2.37 (s, 3H) 0 

mmm (33) 

20 2 - (3- (2- (5->f-^-2 - (1, 3 V^>- 5 -4*) 
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TLC : Rf 0.30(>nn*;UA : * f?;-)\,= 1 0 : 1) ; 

NMR (CDa 3 ) : 8 7.53 (d, J = 8.4 Hz, 1H), 7.44 (d, J = 2.0 Hz, 1H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.05 (s, 1H), 6.90-6.78 (m, 3H), 6.02 (s, 2H), 4.27 (t, J = 7.4 Hz, 2H), 
3.87 (s, 2H), 3.18 (s, 2H), 2,95 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H)» 

m m (3 9) 

5- (3- (3- ( 5 - ^ f ^- 2 - 7i-^^ft % /-^- 4 - -f Jl/) 7*o 
10 7x-^j 




1IjC:Rf 0.63(^nn*;i/A : pt^y-;U=9 : 1); 
15 NMR(CDC1 3 ): 8 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.15 (m, 1H), 6.80-6.70 

(m, 3H), 4.00 (t, J = 6 Hz, 2H), 2.75 (t, J = 7 Hz, 2H), 2.60 (m, 2H), 2.35 (m, 2H), 
2.30 (s, 3H), 2.15 (m, 2H), 1.75-1.60 (m, 4H)o 

(4 0) 

20 2 - (3 - (2- (5-^f-^-2- (4-?DD7x^) 
4-4^) xh*-» 7x;WfW) 
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TLC:Rf 0.29(^nD*;wA : * ?;-)\,= \ o : l) ; 

NMR (CDCI3) : S 7.92 (d, J = 8.8 Hz, 2H), 7.41 (d, J = 8.8 Hz, 2H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.02 (m, 1H), 6 89 (d, J - 8.0 Hz, 1H), 6.81 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3 86 (s, 2H), 3.16 (s, 2H) , 2.97 (t, J = 7.8 Hz, 2H), 2 39 (s, 3H) G 

2- (3- (5-^f^-2-7x-W9-y-^-4-'f^h+y) 7 
10 a-***-*?-*) 




TLC:Rf 0.37(^nn^;l/A : ^<^y-;W=9 : 1); 
15 NMR (CDQ3) : 8 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 
1H), 7.05 (m, 1H), 6.95-6.85 (m, 2H), 5.05 (s, 2H), 3.80 (s, 2H), 3.15 (s, 2H), 2.45 
(s, 3H)o 

mm (4 2) 

20 2- (3 - (3- (5-^f^-2-7x-Wty-^-4-'f^) 7*n 
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TLC:Rf 0.42(?nn*;VA : ^ ?;-)V=9 I 1) ; 

NMR (CDa 3 ) : 8 8.00 -7.90 (m, 2H), 7.45-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 
5 1H), 6.95-6.85 (m, 2H), 6.80 (m, 1H), 4. 15 (t, J = 6.5 Hz, 2H), 3. 85 (s, 2H), 3. 10 (s, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.30 (s, 3H), 2.10 (m, 2H) 0 

**«2 (4 3) 

2- (3- (2- (5-^f^-2-7i-^H , /-^-4->(^) 
10 *v) 7x-*) -2-^f*W/| 




TLC:Rf o.5i (^dd*h : **? io: l) ; 

15 NMR (CDa 3 ) : S 7.96-8.01 (m, 2H), 7.40-7.45 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 
1H), 6.92-6.98 (m, 2H), 6.78 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 2.98 (t, J = 6.6 Hz, 
2H), 2.36 (s, 3H), 1.57 (s, 6H )» 

mm (4 4) 

20 2- (3 - (2- (5 2- (2-^Wi-;l') **^f-)V- 
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TLC: Rf 0.38 nufrjVA '. > 9 J —i^— 1 0 I 1 ) ; 

NMR (CDa 3 ) : S 7.89 (m, 1H), 7.33-7. 17 (m, 4H), 6.99-6.79 (m, 3H), 4.29 (t, J = 
5 7.2 Hz, 2H), 3.83 (s, 2H), 3.12 (s, 2H), 2.99 (U = 7.2 Hz, 2H), 2.61 (s, 3H), 2.39 (s, 
3H) 0 

£Mi)2 (4 5) 

2- (3- (2- (5 -^f-fl'- 2 - (3-^f^7x-;v) 
10 4->f;W ^h^r'» 7*=-)V*1-)V1-*) gf-g 



TLC :Rf 0.39(^nn*;UA : * *?;-)\>= 1 0 : 1) ; 
15 NMR (CDa 3 ) : $ 7.79 (m, 2H), 7.37-7. 17 (m, 3H), 7.03 (m, 1H), 6.88 (d, J = 7.4 
Hz, 1H), 6.81 (m, 1H), 4.28 (t, J = 7.2 Hz, 2H), 3.86 (s, 2H), 3. 16 (s, 2H), 2.98 (t, J 
= 7.2 Hz, 2H), 2.40 (s, 3H), 2.39 (s, 3H) 0 

mW2 (4 6) 

20 2- (3- (2- (5-^^-2- (4-p< f+v7ai-;i/) 
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TLC:Rf 0.43(^nn*;l/A : * ?y-;v= 1 o : l) ; 

NMR (CDa 3 ) : 8 7.92 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 7.9, 7.9 Hz, 1H), 7.05 (m, 
5 1H), 6.95 (d, J = 9.0 Hz, 2H), 6.78-6.90 (m, 2H), 4.27 (t, J = 7.4 Hz, 2H), 3.86 (s, 
2H), 3.85 (s, 3H), 3.17 (s, 2H), 2.96 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H) 0 

mmw2 (47) 

2- (3- (2- (5 2- (4--l>D7x-)l') ^^"9" 
10 4--f;V) cch^rv) 7x^iMfW*) Wftg. 




TLC:Rf 0.48 (?no*^ A : j* *y-;w=9 : 1) ; 
15 NMR (CDCI3) : * 8.29(d,J=9.0Hz,2H),8.13(d,J = 9.0Hz,2H),7.22(dd,J = 
8.0, 8.0 Hz, 1H), 6.88-6.94 (m, 2H), 6.80 (dd, J = 8.0, 1.6 Hz, 1H), 4.27 (t, J = 6.5 
Hz, 2H), 3.82 (s, 2H), 3.13 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H) D 

m m 2 (4 8) 

20 2- (3- (2- (5-^f^-2-7x-Jl/*W-^-4->f;V) -X h 
-5-^nD7i-Wf;W) gfc& 
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CI 



iLC:Rf 0.26 o n*;wi»> : p» ^ y : tK= l 0 0 : l 0 : l ) ; 

NMR (CDa 3 ) : 8 7.95-8.00 (m, 2H), 7.41-7.47 (m, 3H), 6.93 (m, 1H), 6.89 (m, 
5 1H), 6.81 (dd, J = 2.0, 2.0 Hz, 1H), 4.27 (t, J = 7.2 Hz, 2H), 3.81 (s, 2H), 3.17 (s, 
2H), 2.97 (t, J = 7.2 Hz, 2H), 2. 39 (s, 3H)„ 

**«2 (4 9) 

2- (3- (2- (5-^f^-2-7x^t*t/-^-4-'f;i') 
10 Bfc& 



TLC:Rf 0.29(?nu*;UA : **y-;l/=l 0 : 1)1 
15 NMR (CDC1 3 ) : £ 8.00-7.95 (m, 2H), 7.45-7.40 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 

6.85-6.78 (m, 2H), 4.23 (t, J = 6.5 Hz, 2H), 3.84 (s, 2H), 3.13 (s, 2H), 3.01 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 2.22 (s, 3H) G 

%fififl2 (5 0) 

20 2- (1 - (3- (2- (5-^f^-2-7i-;VtW-^-4-'f;l') 
X).#y) 7x.-)V) mm 




CHg 



168 



WO 99/46232 



PCT/JP99/01134 




TLC : Rf 0.38(^nn*;i/A : ^ ^y-^= 1 0 : 1) ; 

NMR (CDa 3 ) : $ 8.00-7.94 (m, 2H), 7.46-7.39 (m, 3H), 7.23 (t, J= 7.8 Hz, 1H), 
5 7.01 (brs, 1H), 6.93 (bid, J = 8.0 Hz, 1H), 6.83-6.78 (m, 1H), 4.27 (!, J = 7.2 Hz, 
2H), 4. 18 (q, J = 7.0 Hz, 1H), 3.06 (d, J = 15.6 Hz, 1H), 3.04(d, J = 15.6 Hz, 1H), 
2.96 (t, J = 7.2 Hz, 2H), 2.38 (s, 3H), 1.58 (d, J = 7.0 Hz, 3H) G 

mmnz (si) 

10 2- (3- (2- (5-^fA'-2-7x-^tW-^-4->f;l') -1 




15 HjC:Rf o.37(^an*;wA : ^^y-;w=i o : l); 

NMR (CDCI3) : £ 8.00-7.94 (m, 2H), 7.45-7.38 (m, 3H), 7. 18 (t, J = 7.2 Hz, 1H), 
7.04 (brs, 1H), 6.89-6.77 (m, 2H), 4.77 (m, 1H), 3.83 (s, 2H), 3.16 (d, J = 15.0 Hz, 
1H), 3.10 (d, J = 15.0 Hz, 1H), 3.01 (dd, J « 14 .2, 5.4 Hz, 1H), 2.63 (dd, J = 14.2, 
7.8 Hz, 1H), 2.35 (s, 3H), 1.34 (d, J = 6.2 Hz, 3H)o 

20 

mm (5 2) 

2- (3- (2- (5-M7Aofrn*f-*-2-7*-A'**'9-V'--*-4 

169 



WO 99/46232 



PCT/JP99/01134 




tlc : Rf 0.23 n n a :^^;-;p=20 : l ) ; 

5 NMR (CDCI3) : * 8. 10-8.01 (m, 2H), 7.58-7.42 (m, 3H), 7.22 (t, J = 8.0Hz, 1H), 
6.96-6.87 (m, 2H), 6.81 (m, 1H), 4.31 (t, J = 7.0 Hz, 2H), 3.81 (s, 2H), 3.20 (t, J = 
7.0 Hz, 2H), 3.10 (s, 2H)» 

m®2 (3 3) 

10 2- (3- (2- (5-^f«'-2-7i-^W-^-4-'f fr) rfv 




15 TLC:Rf 0.38 (^^r^> I fHfcx.f-*= 1 : 3); 

NMR (CDa 3 ) : * 8.00-7.91 (m, 2H), 7.38-7.33 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 
6.83-6.67 (m, 3H), 4.18-3.94 (m, 2H), 3.67 (s, 2H), 3.15 (m, 1H), 3.08 (s, 2H), 2.31 
(s, 3H), 1.34 (d, J = 7.0 Hz, 3H) a 

20 WmZ (5 4) 

2- (3- (2- (5-^^-2 -7aL-;W**-tV-;l'-4 -'OW if 
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TLC:Rf 0.37 (^nn*H : * 1 o : 1) ; 

NMR (CD3OD) : S 7.98-7.93 (m, 2H), 7.50-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 
5 6.94-6.86 (m, 2H), 6.76 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.73 (d, I = 13.2 Hz, 1H), 
3.72 (d, 13.2 Hz, 1H) 3.27 (q, J = 7.0 Hz, 1H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H), 
1.34(d,J = 7.0Hz,3H) o 

m m (55) 

10 2- (3- (2- 2 - (4-if^7x-jv) 

4-4*) xh4r'» 7x-^fW) 




15 TLC:Rf 033 : *9 J-& '. ^nn**A= 1 : 10 : 100)1 

NMR (CDCI3) : 8 7.88 (d, J = 8.5 Hz, 2H), 7.26 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz, 1H), 7.01 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
2.5 Hz, 1H), 4.26 (t, J = 7.0 Hz, 2H), 3.8 4 (s, 2H), 3. 15 (s, 2H), 2.97 (t, J = 7.0 Hz, 
2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.25 (t, J = 7.5 Hz, 3H) C 

20 

^tfe^2 (5 6) 

2- (3- (2- (5-^^-2- (2, 2-5>7**n- 1, 3 -v*3r 
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F 



5 TLC:Rf 0.31 (#. I *9J-*\ ^Dn*M=l : 10 : 100)1 

NMR (CTO3) : $ 7.75 (dd, J = 8.5, 2.0 Hz, 1H), 7.69 (d, J = 2.0 Ha 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7.11 (d, J = 8.5 Hz, 1H), 6.96 (d, J = 2.5 Hz, 1H), 6.89 (d, 
J = 8.0 Hz, 1H), 6.80 (dd. J = 8.0, 2.5 Hz, 1 H), 4.25 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 
3.14 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.38 (s, 3H)„ 

10 

mm (5 7) 

2- (3- (2- (5-^f-^-2- (4-'/nif^'7x— sfr*^*/— * 



15 




TLC : Rf 0.50 (tK : > 9 J I 9 n o =1:10 110 0); 
NMR (CDCI3) : 8 7.88 (d, J = 8.5 Hz, 2H), 7.24 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz, 1H), 7.02 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
20 2.5 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.8 5 (s, 2H), 3. 16 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H)» 
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2 _ (3- (2- {5—**fr- 2 - U-'f vyntf;v7i-;i/) 



5 




TLC : Rf 0.53 (7K I *9 \ ^nn^A=l : 10: 100)5 

NMR (CDCI3) : S 7.89 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 7.06 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.81 (dd, J = 8.0, 
10 2.5 Hz, 1H), 4.28 (t, J = 7.5 Hz, 2H), 3.8 7 (s, 2H), 3. 17 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.94 (m, 1H), 2.38 (s, 3H), 1.26 (d, J = 7.0 Hz, 6H)o 

m.mm2 (59) 

2- (3- (2- (5-^f^-2-7x^W/-;i'-4-'f;l') -x h^r 
15 v) 7x-;Mf^ft) m& 




TLC:Rf 0.32(^nn*;PA : pi ^y-;i/= 1 0 : l) ; 
20 NMR (CDCI3) : 8 7.88-7.82 (m, 2H), 7.45-7.34 (m, 3H), 7.21 (t, J = 7.8 Hz, 1H), 
6.98 (m, 1H), 6.92-6.77 (m, 2H), 4.33 (t, J = 7.2 Hz, 2H), 3.83 (s, 2H), 3.20 (t, J = 
7.2 Hz, 2H), 3.12 (s, 2H), 2.47 (s, 3H)o 
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mm (6Q) 

2- (3- (2- (5-***- 2- (4-W7x^) *4r^V-;V- 




5 "aC 

TLC:Rf o.43(^no*;wA : > ^y-;w=9 : l) ; 

NMR (CDC1 3 ) : 8 7.85 (d, J =7 Hz, 2H), 7.30-7.05 (m, 3H), 7.05 (brs, 1H), 6.90- 
6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 2.95 (t, J = 8 Hz, 2H), 
10 2.60 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 Hz, 
3H) 0 

mWM2 (6 1) 

2- (3- (2- (5-if)l'-2-7x^W/-^-4->f ;W) -x. h 
15 +v) 7x-;V^H*) ft® 




TLC:Rf 0.63(^nD*;l/A : ^y-;i/=5 : l); 
20 NMR (CDCI3) : S 7.96-8.01 (m, 2H), 7.40-7.47 (m, 3H), 7.21 (dd, J = 7.8, 7.8 Hz, 
1H), 7.04 (m, 1H), 6.88 (d, J = 7.8 Hz, 1H), 6.81 (dd, J = 7.8, 2.4 Hz, 1H), 4.28 (t, J 
= 7.5 Hz, 2H), 3.86 (s, 2H) , 3. 17 (s, 2H), 2.98 (t, J =7.5 Hz, 2H), 2.75 (q, J = 7.4 
Hz, 2H). 1.3 1 (t, J = 7.4 Hz, 3H)„ 
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2- (3- (2- (5-*Tfl'-2- (2, 3, 5, 6-fl>77^D-4 
5 SfcS£ 




F F 



TLC:Rf 0.33(^no*;UA : p< ^y-;i/= 1 5 : 1) ; 
10 NMR (CDQ3) : d 7.21 (t, J = 7.8 Ha 1H), 6.97-6.75 (m, 3H), 4.26 (t, J = 7.0 Hz, 

2H), 3.82 (s, 2H), 3.12 (s, 2H), 3.02 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H), 2.33 (m, 3H)o 

mm (6 3) 

2- (3- (2- (-5 2- (4-^>Wx-^) 
15 -4.-4*) xf+y) 7i-;MWt) Bfc& 




TLC:Rf 0J0(^on^;l/A : ^ ^ y-;w= 9 I 1) ; 
20 NMR (CDCI3) : 8 7.90 (d, J = 8 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (hr., 1H), 6.90- 
6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 8 Hz, 2H), 
2.65 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.45-1.20 (m, 4H), 0.90 (t, J = 7 
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Hz, 3H)o 
3flifcW2 (6 4) 

2- (3- (2- {5 2- (3-^nn-4-pt-^;W7x^;l/) * 
5 W-*-4-^Jl') iKv) 7*-** 




TLC:Rf 0.63(^no*;UA : * $ ; l); 

10 NMR (CDa 3 ) : d 7.95 (d, J = 1.8 Hz, lH), 7.76 (dd, J = 8.0, 1.8 Hz, lH), 7.29 (d, 
J = 8.0Hz, 1H), 7.21 (dd, J = 7.8, 7.8 Hz, lH), 6.99 (m, lH), 6.89 (m, lH), 6.80 (m, 
lH), 4.26 (t, J = 7. 1 Hz, 2 H), 3.84 (s, 2H), 3.15 (s, 2H), 2.97 (t, J = 7. 1 Hz, 2H), 
2.40 (s, 3H), 2.38 (s, 3H)o 

is mum 2 (6 5) 

2- (3- (2- (5-^^;w-2-v^n^4rv;v/^-4r^y-;i'-4-'f A') 




20 

HjC:Rf 038(*nn**A : **/->u=9 : l); 

NMR (CDCI3) : * 7.20 (dd, J = 7.5, 7.5 Hz, 1H), 7.05 (br. 1H), 6.90-6.75 (m, 2H), 
4.20 (t, J - 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 2.85 (t, J = 8 Hz, 2H), 2.25 (s, 3H), 
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2.10-1.20 (m, 10H) o 

2- (3- (2- (5-*^*-2-^*n^*$'***'frV-*-4-'f ^) 

5 




TLC:Rf o.22(^no*;vA : ^ ^y-;w= 1 o : d; 

NMR (CDa 3 ) : 8 6.96 (m, 1H), 6.76-6.66 (in, 2H), 6.58 (m, 1H), 4.00 (m, 2H), 
10 3.48 (s, 2H), 3.07 (s, 2H), 2.74 (m, 2H), 2,62 (m, 1H), 2.15 (s, 3H), 2.01-1.89 (m, 
2H), 1.80-1.15 (m, 8H)o 

mm (6 6) 

2- (3- (2- (5 -^f-^- 2 - (4- (2-^fil'7"nii» 




HjC:Rf 0.44(^nn*;VA : ^ ^y-;v=9 : l) ; 
20 NMR (CDC1 3 ) : $ 7.90 (d, J = 7 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (m, 1H), 6.95- 

6.75 (m, 2H), 4.25 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 8 Hz, 6H)o 
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*KW2 (g7) 

2- (3- (2 - (5-**-*- 2 - (4- t -rf-;V7i-;V) *4f"*V- 



5 




TLC :Rf 0.50 (* n d*^a : * * / -;l/= 9 •: 1 ) ; 

NMR (CDCI3) : S 7.90 (d, J = 9 Hz, 2H), 7.45 (d, J = 9 Hz, 2H), 7.20 (dd, J = 8, 8 
Hz. 1H), 7.05 (hr., 1H), 6.90-6.80 (m, 2H), 4.30 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 
10 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 2H). 2.40 (s, 3H). 1.35 (s, 9H)„ 

mwmz (6 9) 

2- (3- (2- (5-^^-2- (4->^DA^y;V7x-)H 




1LC:Rf 0.65(?no*;l/A I ^^/-^=9 I 1); 

NMR (CDCI3) : 5 7.89 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
20 8.0, 8.0 Hz, 1H), 7.03 (m, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.2 Hz, 
1H), 4.27 (t, J = 7.5 Hz, 2H) , 3.85 (s, 2H), 3.16 (s, 2H), 2.97 (t, J = 7.5 Hz, 2H), 
2.53 (m, 1H), 2.37 (s, 3H), 1.70-1.90 (m, 4H), 1.20-1.52 (m, 6H)<> 
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2- (3- is-**A'-2- (i r 3--Jt^4 >ry-5--( )v) 



tlc :Rf o.40(^nn*;i/A : ^ ^y-;v= i o : l) ; 

NMR (CDa 3 ) : S 7.54 (dd, J = 8.0, 1.8 Hz, 1H), 7.46 (d, J = 1.8 Hz, 1H), 7.21 (d, 
J = 8.0 Hz. 1H), 7.07-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 2H), 
10 3.78 (s, 2H), 3.1 1 (s, 2H), 2.42 (s, 3H) Q 

2- (3- (5 -JT-fr- 2 - (4--f vyokf;l/7x-;w) ^^r^y*-^- 



TLC:Rf 0.48(^on*;WA : * *y-;i,= 10: 1) ; 
NMR (CDC1 3 ) : $ 7.92 (d, J = 8.5 Hz, 2H), 7.34-7. 17 (m, 3H), 7.08-7.03 (m, 1H), 
20 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3.11 (s, 2H), 2.94 (sep., J = 7.0 Hz, 
1H), 2.44 (s, 3H), 1.26 (d, J = 7.0 Hz, 6 H)„ 




15 
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**«2 (7 1) 

2- (3- (2- (4-^f;V-2-7x-WW-;l'-5-'f^) -i-h 



TLC:Rf 038(^nn*;l/A : ^ ^y-;p= l o : 1) ; 
NMR (CDC1 3 ) : d 8.00-7.95 (m, 2H), 7.49-7.37 (m, 3H), 7.22 (t, J = 8.0Hz, 1H), 
10 6.95-6.76 (m, 3H), 4.23 (t,J = 7.0 Hz, 2H), 3.81 (s, 2H), 3.15 (t, J = 7.0 Hz, 2H), 
3.10 (s, 2H), 2.22 (s, 3H)<> 

(7 2) 

2- (3- (2- (5 2- (3, 4-^h^>7x^) 
15 V-/U-4— f*> xK-» -7x.=.)V*1-)VT*) mSt 




HjC:Rf 0.62(?OD*;t>A : * ?S-)V=5 : 1) ; 
20 NMR (CDCI3) : $ 7.57 (dd, J = 8.5, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz. 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7.04 (m, 1H), 6.91 (d, J = 8.5 Hz, 1H), 6.78-6.90 (m, 2H), 
4.28 (t, J = 7.5 Hz, 2H), 3.95 (s, 3H), 3.93 (s, 3H), 3.86 (s, 2H), 3.16 (s, 2H) ? 2.96 (t, 
J = 7.5 Hz, 2H), 2.38 (s, 3H) e 



5 
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2- (3- (2- (5 2- (4-h , J7A'*D> h*5/7x~;U) 

5 




TLC : Rf 0.39(^nD*;i/A : ^^^-^=9 I 1); 

NMR (CDC1 3 ) : <5 8.00 (d, J = 8 Hz, 2H), 7.30 (d, J = 8 Hz, 2H), 7.20 (dd, J = 7.5, 
10 7.5 Hz, 1H), 7.00 (br. 1H) 6.90 (d, J =7.5 Hz, 1H), 6.80 (dd, J = 7.5, 7.5 Hz, 1 H), 
4.25 (t, J = 7 Hz, 2H), 3.85 (s, 2H), 3.15 (s, 2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H)o 

mm (7 4) 

2- (3- (2- {5 2- (3, 4, 5 - h V ^ b * v7x-;V) 
15 *W/-Jl'-4-'f*') if**) 7x-JI/^Wt) gfcgfc 




TLC:Rf 0.39(^nn*;VA : ^ ^y-;l/=9 : 1) ; 
20 NMR(CDQ 3 ): <* 7^5-7.15 (m, 3H), 7.05 (m, 1H), 6.90-6.75 (m, 2H), 4.25 (t, J = 

7.5 Hz, 2H), 3.95 (s, 6H), 3.90 (s, 3H), 3.85 (s, 2H), 3.15 (s, 2H), 2.95 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H)» 
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mmz (7 5) 

2- (3- (2- (5 ->f-^-2- (4->^^tf^7v r >- 1 -4*) * 




TLC:Rf 0.26 (t}c: *9 J—*'. ^nn#A-A=i : 10: 100); 

NMR (CDC1 3 ) : S 7. 14 (dd, J = 7.5, 7.5 Hz, 1H), 6.88 (d, J = 7.5 Hz, 1H), 6.73 
10 (dd, J = 7.5, 2.0 Ha 1H), 6.70 (d, J = 2.0 Hz, 1H). 4.27 (t, J = 6.5 Hz, 2H), 3.78 (s, 
2H), 3.55 (t, J =5.0 Hz, 4H), 3.14 (s, 2H), 2.90 (t, J = 6.5 Hz, 2H), 2.85 (t, J = 5.0 
Hz, 4H), 2.51 (s, 3H), 2.19 (s, 3H) 0 

m m (7 6) 

15 2- (3- (2- (5 2- (4-^W^7x-^) t***/- 




20 TLC:Rf 0.33 (tJc : *9 J-fr\ ?nn*;i/A=l : 10: 100); 

NMR (CDCI3) : 8 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz, 1H), 7.03 (dd, J = 2.5, 2.0 Hz, 1H), 6.88 (ddd, J = 8.0, 2.0, 1.0 Hz, 1H), 
6.80 (ddd, J = 8.0, 2.5, 1.0 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3. 16 (s, 
2H), 2.96 (t, J = 7.5 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) D 

182 



WO 99/46232 



PCT/JP99/01134 



**«2 (7 7V 

2- (3- (2- (5 2- (tfV *jy-2-~4ti) 

5 




TLC:Rf 035(^nn*;i/A : p«^/-;W=5 : 1); 

NMR (CDCI3) : $ 8.77 (ddd, J - 4.9, 1.8, 0.8 Hz, 1H), 8.04 (ddd, J = 8.0, 1.2, 0.8 
10 Hz, 1H), 7.84 (ddd, J = 8.0, 7.6, 1.8 Hz, 1H), 7.38 (ddd, J = 7.6, 4.9, 1.2 Hz, 1H), 
7.23 (dd, J = 7.8, 7.8 Hz, 1 H), 7. 10 (m, 1H), 6.92 (m, 1H), 6.81 (m, 1H), 4.34 (t, J = 
7.0 Hz, 2H), 3.85 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H) C 

mm (7 8) 

15 2- (3- (2- (5-^^-2- (ft7x^-2-^) * 




20 TLC :Rf 0.52 (^ no^;i/A '. } 9 J —)V= 5 11)1 

NMR (CDC1 3 ) : S 7.64 (dd, J = 3.6, 1.2 Hz, 1H), 7.39 (dd, J = 5.0, 1.2 Hz, 1H), 
7.20 (dd, J = 7.8, 7.8 Hz, 1H), 7.09 (dd, J = 5.0, 3.6 Hz, 1H), 7.00 (m, 1H), 6.88 (m, 
1H), 6.80 (m, 1H), 4.25 (t, J = 7.4 Hz, 2H), 3.85 (s, 2H), 3.16 (s, 2H), 2.95 (t, J = 
7.4 Hz, 2H), 2.36 (s, 3H)„ 
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mmm2 (79) 

2- (3- (2- (5 - (3--FD-4-^f^7x-;i/) * 

5 



O z N 




TLCrRf 0.40 (H*^*) I 

NMR (CDC1 3 ) : d 8.52 (s, 1H), 8.07 (d, J = 8.0 Hz, 1H), 7.39 (d, J = 8.0 Hz, 1H), 
10 7.18 (m, 1H), 6.70 - 7.00 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.1 1 (s, 2H), 
2.97 (t, J = 6.6 Hz, 2H), 2.61 (s, 3H), 2. 39 (s, 3H) e 

^iftffi2 (8 0) 

2- (3- (2- (5-**-X'-2- (4-vVW^7x-;U) 
15 V-;l/-4-^f ;W) xh+y) 7x^WfW) 




TLC : Rf 0.47 (tK: * 9 J-fr '. 7Dn*M= 1110:100); 
20 NMR (CDQ 3 ) : S 7.84 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 7. 11 

(dd, J = 2.0, 1.0 Hz, 1H), 6.87 (dd, J = 8.0, 1.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.0 Hz, 
1H), 6.71 (d, J = 9.0 Hz, 2H), 4.29 (t, J - 8.0 Hz, 2H), 3.88 (s, 2H), 3.19 (s, 2H), 
3.02 (s, 6H), 2.94 (t, J = 8.0 Hz, 2H), 2.35 (s, 3H)„ 
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mm (8 1) 

2 _ (3- (2- (5-^^-2—>^n^>f-A/***!/-A'-4->f *) 




TLC:Rf o.44(^nn*;wA : ^ ^y-;i/=9 : 1) ; 

NMR (CDC1 3 ) : <* 7.20 (dd, J = 7.5, 7.5 Hz, 1H), 7. 10 (br., 1H), 6.85 (d, J = 7.5 
10 Hz, 1H), 6.80 (dd, J = 7.5, 1.5 Hz, 1H), 4.20 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 
(s, 2H), 3.15 (m, 1H), 2.85 (t, J = 7.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.60 (m, 8H) 0 

tr* (2- (3- (2- (5 -;*-^;V-2-->*n^>^;W*^V*-;l/-4 

15 




TLC:Rf o^9(^on*;i/A : pi ^y-;w= l 0 : 1); 

NMR (DMSO-dg) : 5 7. 18 (t, J = 8.0 Hz, 1H), 6.88-6.72 (m, 3H), 4.09 (t, J = 6.8 
20 Hz, 2H), 3.69 (s, 2H), 3. 19-3.00 (m, 1H), 2.96 (s, 2H), 2.84 (s, 2H), 2.78 (t, J = 6.8 
Hz, 2H), 2.21 (s, 3H), 2.06-1.48 (m, 8H)» 
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***2 (8 2) 

2- (3- (2- (5-^^-2 - (4->f^7x-^) a-*-^/-*- 
4--Ol/) xh^y) 7x^)V) gfcg 



5 




TLC:Rf o.46(^nn^;vA : 1 0 : d; 

NMR (CDa 3 ) : 8 7.85 (d, J = 8.4 Hz, 2H), 7.27-7. 14 (m, 3H), 6.89-6.75 (m, 3H), 
4.20 (t, J - 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H), 2.35 (s, 
10 3H) 0 

2 (8 3) 

2- (3- (2- (5 2- (4-xf;l/7x-;v) 
4-J)l) xb^y) 7x^)1^) 




TLC:Rf 0J4(^on*;kA : ^ ^/-;l/= 1 o : l) ; 

NMR (CDa 3 ) : 8 7.88 (d, J = 8.2 Hz, 2H), 7.29-7. 15 (m, 3H), 6.89-6.75 (m, 3H), 
20 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.68 (q, J = 7.6 Hz, 
2H), 2.35 (s, 3H), 1.25 (t, J = 7.6 Hz, 3H)» 

«*W2 (8 4) 
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2 - (3- (2- (5-^^;w-2- (4 --/oif;V7i-/W) **-9-V-;u 
-4->f;i/) 7x-;p) 




5 

TLC :Rf 0.57 n n*;i/A : ^ £ J -)V= 1 0 I 1 ) ; 

NMR (CDC1 3 ) : 5 7.87 (d, J = 8.2 Hz, 2H), 7.28-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.61 (t, J = 7.5 Hz, 
2H), 2.35 (s, 3H), 1.65 (sixtet, J = 7.5 Hz, 2H), 0.94 (t, J = 7.5 Hz, 3H)o 

10 

3£*fcfll2 (8 5) 

2- (3- (2- (5-^^-2- (4-'fV7'Dlf;V7i-JV) 



15 




TLC :Rf 0.52(^on*;l/A : *?J-)V=\ 0 ! 1); 

NMR (CDCI3) : S 7.88 (d, J = 8.2 Hz, 2H), 7.32-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.93 (sept, J = 7.2 Hz, 
20 1H), 1.25 (<U = 7.2 Hz, 6H) 0 

3Uft ffi2 (8 6) 

2- (3- (2- {S 2- (4- ( 2 f^7*n t:» 7x-;i/) 
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TLC:Rf o.50(^no^;uA : p« ^y-;w=i o : 1) ; 

5 NMR(CDC1 3 ): S 7.87 (d, J = 8.2 Hz, 2H), 7.26-7. 15 (m, 3H), 6.89-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J - 6.6 Hz, 2H), 2.50 (d, J = 7.0 Hz, 
2H), 2.35 (s, 3H), 1.88 (m, 1H ), 0.90 (d, J = 6.6 Hz, 6H) 0 

rnnsm (8 7) 

10 2- (3- (2- (5-^f"^-2- (4-t-W7x-Jl/) t^y-V- 
x^y) 7xx^) gfc$ 




15 TLC:Rf 0.44(? on*;i/A : * 9 J \ 0 : 1) ; 

NMR (CDa 3 ) : 8 7.89 (d, J = 8.2 Hz, 2H), 7.43 (d, J = 8.2 Hz, 2H), 7.20 (t, J = 
8.0Hz, 1H), 6.89-6.76 (m. 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 
6.6 Hz, 2H), 2.35 (s, 3H), 1.33 (s, 9H) 0 

20 m m (3 8) 

2- (3- (2- (5-pt^;W-2-v^n7 p nif;w^^r-9-y-;W-4--f ;V) 
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TLC : Rf 0.39 : * 9 J I 9 n D = 1 : 10 : 10 0)1 
NMR (CDa 3 ) : $ 7.18 (dd, J = 8.0, 8.0 Hz, 1H). 7.00 (d, J = 2.5 Hz, 1H), 6.86 (d, 
5 J = 8.0 Hz, 1H), 6.77 (dd, J = 8.0, 2.5 Hz, 1H), 4.19 (t, J = 7.5 Hz, 2H), 3.83 (s, 2H), 
3.15 (s, 2H), 2.84 (t, J = 7.5 Hz, 2H), 2.22 (s, 3H), 2.06 (m, 1H), 1.10-0.95 (m, 4H) n 

mmm2 (8 9) 

2- (3- (2- (5 2- (4- (1, 2, 3-f7^7'/-^- 

15 TLC:Rf 0.30 (? nn*;l/A : ^ * y -;i/= l 0 : 1 ) \ 

NMR (CD3OD) i S 9.35 (d, J - 0.8 Hz, 1H), 8.24 (d, J = 8.2 Hz, 2H), 8. 1 1 (d, J = 
8.2 Hz, 2H), 7.20 (t, J = 7.6 Hz, 1H), 6.95-6.78 (m, 3H), 4.27 (t, J = 6.2 Hz, 2H), 
3.78 (s, 2H), 3.06 (s, 2H), 3.00 (t, J = 6.2 Hz , 2H), 2.41 (s, 3H)o 

20 mmz (9Q) 

2- (3- (2- (5-*f-*-2- (4- (4-^f-^-l, 2,- 3-^7 
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TLC : Rf o.34(?nn*;WA : * jr;-)\,= \ o : i) ; 
5 NMR (CDC%) : S 7.22 (t, J = 8.0 Hz, 1H), 6.95-6.74 (m, 3H), 4.24 (t, J = 6.2 Hz, 
2H), 3.81 (s, 2H), 3.11 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.2 Hz, 2H), 2.42 (s, 3H) Q 

2- (3- (2- (5 - (4-n^>7x^) tf-^j-y-ji, 

10 -4-4*) 7x^) gfc& 




TLC:Rf 0.67 (^no*;uA : p« ^y-;i/= i o : l) ; 

15 NMR (CDCI3) : 6 7.90 (d, J = 9.0 Hz, 2H), 7.20 (t, J = 8.0 Hz, 1H), 6.93 (d, J = 
9.0Hz, 2H), 6.89-6.76 (m, 3H), 4.19 (t, J =6.6 Hz, 2H), 3.84 (s, 3H), 3.59 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.34 ( s, 3H)o 

mmmi (92) 

20 2- (3- (2- (5 2- (3, 4-y'n^>7x^) 
4 -4*0 xF^fy) 7x-^) 
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H 3 C 




\ 



CH3 



TLCrRf o.54(*nn*;i/2> : * 1 0 : 1) ; 

NMR (CDCI3 + CD3OD) : $ 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz, 

5 1H), 7.22 (t, J = 8.0 Hz, 1H), 6.93 (d, J = 8.2 Hz, 1H), 6.90-6.77 (m, 3H), 4.22 (t, J 
= 6.6 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.57 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 
(s, 3H) 0 

*tt«2 (9 3) 

10 2- (3- (2- (5 - (i, 3— ?*^mm fr) 



15 TLCrRf 0.53 (* O n*;WA : * 9S-)V= 1 0 I 1) ; 

NMR (CDCI3) : $ 7.51 (dd, J = 8.2, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.21 (t, 
J = 7.6 Hz, 1H), 6.89-6.76 (m, 4H), 6.00 ( s, 2H), 4. 19 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.94 (t, J = 6.6 Hz, 2H), 2.34 (s, 3H)o 

20 mm (9 4) 

2- (3- (2- {5-*+*- 2- (3, 4, 5 - h V ^ h 
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TLC: Rf 0.47 (?nn*;V2> : \ Q ; i); 

5 NMR(CDa 3 ): $ 7.21 (t, J.= 8.0 Hz, 1H), 7.20 (s, 2H), 6.89-6.76 (m, 3H), 4.21 (t, 

J = 6.6 Hz, 2H), 3.91 (s, 6H), 3.88 (s, 3H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.38 (s, 3H) 0 

mm (9 5) 

10 2- (3- (2- (5-^f-;W-2- (4- h V7**v* h^'s?*-*) 




15 TLC:Rf 0.57 n D^;VA : * J -)V= 1 0 : 1 ) ; 

NMR (CDa 3 ) : * . 8.00 (d, J = 8.8 Hz, 2H), 7.30-7. 16 (m, 3H), 6.89-6.76 (m, 3H), 
4.21 (t, J m 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) n 

**«2 (9fi^ 

20 2- (3 - (2 - (5-^-^^-2- (2, 2 -v>*7;i/*o - l , 3 
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F 



TLC:Rf 0J3(^nn*;WA : ^ ^y-;u= l 0 : 1) ; 
5 NMR (CDa 3 ) : 8 7.74 (dd, J = 8.4, 1.5 Hz, 1H), 7.68 (d, J = 1.5 Hz, 1H), 7.22 

(dd, J = 9.4, 7.4 Hz, 1H), 7.09 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.21 (t, J = 
6.6 Hz, 2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H)„ 

^*fc^2 (9 7) 

10 2- (3- (2- (5 - (4- h V7;1/^-d^^;1/^^-7jc-;1/) 




15 TLC:Rf 0.47 o o*;i/A : * y -)V= 1 0 I 1 ) ; 

NMR (DMSOdg) : 8 8.02 (d, J = 8.1Hz, 2H), 7.81 (d, J = 8.1Hz, 2H), 7.20 (t, J = 

7.8Hz, iH), 6.86-6.80 (m, 3H), 4.20 (t, J = 6.6Hz, 2H), 3.74 (s, 2H), 3.09 (s, 2H), 
2.94 (t, J o 6.6Hz, 2H), 2.37 (s, 3H)o 

20 mWM2 (9 8) 

2- (3- (2- (5-^^-2- (4-v7;7x-^) 
4-^f;v) xh^» 7*^*,* 
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TLC:Rf 0.24 : gfcgJ^;i/= 1 : 1); 
5 NMR (CDQ3) : S 8.08 (d, J = 8.0 Hz, 2H), 7.72 (d, J = 8.0 Hz, 2H), 7.22 (no, 1H), 

6.76-6.98 (m, 3H), 4.26 (t, J = 6.6 Hz, 2H), 3.83 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H)„ 

(9 9) 

10 2- (3- (2- (5 2- (7 7>-2->f;V) 




15 TLC :Rf 0.24 (^*"fr> I SHif^= 1 I 1 ) ; 

NMR (CDa 3 ) : $ 7.52 (m, 1H), 7.20 (m, 1H), 6.74-7.03 (m, 4H), 6.51 (dd, J = 
3.4, 1.6 Hz, 1H), 4.25 (t, J = 6:8 Hz, 2H), 3.82 (s, 2H), 3. 13 (s, 2H), 2.97 (t, J = 6.8 
Hz, 2H), 2.37 (s, 3H)o 

20 mmm2 (100) 

2- (3- (5-^^-2-'7i-;W*4r^V-;i'-4--f ;*h*v) 
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TLC:Rf 0.31 (^no*;^ : * 9;-)V=% : i) ; 

NMR (CDa 3 ) : S 8.00 (m, 2H), 7.42 (m, 3H), 7.24 (m, 1H), 6.85-6.98 (m, 3H), 
4.98 (s, 2H), 3.61 (s, 2K), 2.42 (s, 3H) 0 

mmm2 dpi) 

2- (3- (2- (5-^fiV-2-7x^f7 , /-;l'-4-'fil') .xh^ 

v) 7x^;h mm. 




TLC:Rf 0.43(^nn*;i/A : p< ^y-;W=9 :.l) ; 

NMR 0 : $ 7.89-7.81 (m, 2H), 7.46-7.34 (m, 3H), 7.26-7.16 (m, 1H), 6.87-6.78 
(m, 3H), 4.30 (t, J = 6.8 Hz, 2H), 3.59 (s, 2H), 3.18 (t, J = 6.8 Hz, 2H), 2.45 (s, 3H) 0 

^mm 2 (io2) 

2- (3- (3- ( 5 - ^ fJl/- 2 - 7x^;vt^rt/-^- 4 - 'f ^) 7*n 
#*y) 7x^) 



195 



WO 99/46232 



PCT/JP99/01134 




TLC : RF 0.50 n n*;WA : p< ^ y -;i/= 8 : 1 ) ; 

NMR (CDa 3 ) : S 7.97 (m, 2H), 7.41 (m, 3H), 7.22 (m. 1H), 6.74-6.92 (m, 3H), 
5 3.94 (t, J - 6.0 Hz, 2H), 3.61 (s, 2H), 2.68 (t, J = 7.0 Hz, 2H), 2.27 (s, 3H), 2. 11 (m, 
2H)o 

iifli (iQ3) 

2- (3- (2- (2-7ai-;U*^-9-V-^-4-^;l') xh^y) 7x- 
10 JU) 

TLCiRf 0.39(^nn*;l/A : * ?S-)\s=8 : 1) ; 
15 NMR(CDa 3 ): <J 8.01 (m, 2H), 7.55 (s, 1H), 7.43 (m, 3H), 7.23 (m, 1H), 6.85 (m, 
3H), 4.25 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 3.07 (t, J = 6.4 Hz, 2H) 0 

^*fe^Tl2 (10 4) 

2- (3- (2 - (5 -^f"^- 2 - (4-y^U^y^7x-;v) 
20 V-;U-4 -4/10 X^y) 7iXJl/) 
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TLC:Rf 0.62(?on*;i/A : j* ?S-)V=5 I 1) ; 

NMR (CDCI3) : 5 7.88 (d, J = 8.2 Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.21 (m, 1H), 

5 6.78-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.52 (m, iH), 2.35 (s, 3H), 1 .70-1.95 (m, 4H), i.20-1.53 (m. 6H) 0 

mm (10 5) 

2- (3- (2- {5-*1 L A'- 2 - (3-^nD-4-^f;i/7x^) * 
10 3MJ-V-;i'-4-'f;l') ^h*>0 7x-*) gfc$ 




TLC : Rf 0.67(^nn*;i/A : ^ ^y-;w=5 : l); 
15 NMR (CDCI3) : S 7.95 (d, J = 1.7 Hz, 1H), 7.75 (dd, J = 8.0, 1.7 Hz, 1H), 7.27 (d, 
J = 8.0Hz, 1H), 7.21 (m, 1H), 6.78-6.88 (m, 3H), 4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H ), 2.40 (s, 3H), 2.36 (s, 3H)„ 

(1 06) 

20 2- (3- (2- (5 - (4-Wf;i/75/7x^) 
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TLC : Rf 0.55(^od*;VA : p«^y-;l/=5 : 1); 

NMR (CDCI3) : 8 7.83 (d, J = 9.0 Hz, 2H). 7.09 (dd, J = 8.0, 8.0 Hz, 1H), 6.76- 
5 6. 87 (m, 3H), 6.70 (d, J = 9.0 Hz, 2H), 4.18 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 3.01 (s, 
6H), 2.94 (t, J = 6.8 Hz, 2H ), 2.32 (s, 3H)„ 

2- (3- (2- (5-J^;w-2-7i^;w**-»fy-;i'-4--r;i/) -xj* 
10 +y) 71-JI/) ft& 




TLC:Rf 0.44(^nn^;UA : ^ ^y-;W=8 : 1) ; 
15 NMR(CDa 3 ): 5 7.97 (m, 2H), 7.41 (m, 3H), 7.20 (m, 1H), 6.82 (m, 3H), 4.20 (t, 
J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.98 (t, J - 6.6 Hz, 2H), 2.73 (q, J = 7.6 Hz, 2H), 1.29 
(t,J=7.6Hz,3H)o 

20 2- (3- (2- (5-^^-2 - (4-7f^7x^) tn/-^- 
4-4/1') xh^i/) 7x-*0' ft* 
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TLC:Rf 0.54(*nD*;VA : *9/-)l<=8 : 1); 

NMR (CDCI3) : S 7.87 (d, J - 8.2 Hz, 2H), 7.22 (d, J = 8.2 Hz, 2H), 7. 14-7.28 (m, 

5 1H), 6.82 (m, 3H), 4. 19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.63 (t, J = 7.6 Hz, 2H), 2.34 (s, 3H), 1.61 (m, 2H), 1.35 (m, 2H), 0.92 (t, J = 7.2 Hz, 
3H) 0 

mmm2 a o 9) 

10 2- (3- (2- (5-^^-2- (4-^DD7x^) ^-^v-;i/- 
4-4*) x(>^) 7i-;i/) 




15 TLC :Rf 0.57 n n*;l/A : p< 9 J -)V= 8 : 1 ) ; 

NMR (CDa 3 ) : 8 7.90 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.16-7.28 (m, 
1H), 6.83 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.36 (s, 3H) 0 

20 mmi (1 1 0) 

2- (3- (2- (5 2- (ft7x>-2->f;i/) 
-4--f;W) xh^y) 7x^) 
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TLC:Rf 0.70(^od*;I/A : ^^y-;l/=5 : 1); 

NMR (CDCI3) : $ 7.59 (dd, J = 3.6, 1.2 Hz, 1H), 7.36 (dd, J - 4.8, 1.2 Hz, 1H), 

5 7.21 (m, 1H), 7.07 (dd, J = 4.8, 3.6 Hz, 1H), 6.77-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 
2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2. 34 (s, 3H) 3 

mm (1 11) 

2- (3- (2- 2 - (77>-2-^^) ^-^•9-V-;V-4 

10 --f;t/) Xh*v) 7oc^;i/) 




TLC:Rf 0.69(^na*;WA : p< ^y-;i/=5 : 1) ; 
15 NMR (CDa 3 ) : S 7.51 (m, 1H), 7.21 (m, 1H), 6.93 (d, J = 3.5 Hz, 1H), 6.78-6.87 
(m, 3H), 6.50 (dd, J = 3.5, 1.9 Hz, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.95 (U 
J = 6.6 Hz, 2H), 2.35 (s, 3H)o 

mm®2 (1 1 2) 

20 2- (3 - (2 - (5-^>U-2- (bf V 2 — >f ^) 
4-4*0 x^y) 7x-;P) &g 
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TLC:Rf 0.67(^nn*;i/A : ^y-;i/=5 : 1) ; 

NMR (CDCI3) : S 8.71 (d, J = 4.8 Hz, 1H), 8.05 (d, J =7.8 Hz, 1H), 7.79 (ddd, J 
5 = 7.8, 7.8, 1.8 Hz, 1H), 7.32 (ddd, J = 7.8, 4.8, 1.8 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 
Hz, 1H), 6.78-6.87 (m, 3H), 4 .26 (t, J= 6.8 Hz. 2H), 3.61 (s, 2H), 2.99 (t, J = 6.8 
Hz, 2H), 2.41 (s, 3H) 0 

mm (113) 

10 2- (3- (2- (5 -^^-2- (2-^^;W7jc^;1/) fr^yr-a,- 
4-4 )U) xh^» 7i-)l/) 




CH3 



15 TLC:Rf 0.68 (* D n*;l/A : * * y -;i/= 5 : 1 ) ; 

NMR (CEXn 3 ) : 5 7.90 (m, 1H), 7. 18-7.30 (m, 4H), 6.80-6.87 (m, 3H), 4.24 (t, J = 
6.7 Hz. 2H), 3.60 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.64 (s, 3H), 2.37 (s, 3H) Q 

3gftfcfll2 (1 1 A) 

20 2 - (3 - (2- (5-^f-^-2- (3-^f^7x^V)' tW-fl/- 
4— f*) xh^y) g£© 
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TLC:Rf 0.71 (^no*M : ^ ?y-;i/=5 : l) ; 

NMR (CDa 3 ) : d 7.74-7.81 (m, 2H), 7. 17-7.35 (m, 3H), 6.78-6.87 (m, 3H), 4.21 
(t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H), 2.36 (s, 3H) B 

W6 M2 Li A 5) 

2- (3- (2- (5 2- (4-h V7^n^f;V7x^;i/) * 




TLC:Rf 0J4(^nn*;UA : ^^y-;u=8 : 1); 

NMR (CDa 3 ) : S 8.08 (d, J = 8.0 Hz, 2H), 7.67 (d, J = 8.0 Hz, 2H), 7. 17-7.24 (m, 

1H), 6.83 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.39 (s, 3H) 0 

mmm 2 (11 6) 

2- (3- (2- (5-^f-;W~2- (4-7^n7x^) 
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TLC: Rf 0.59(^nn*;WA : ^ ^y-;w=8 : l); 

NMR (CDa 3 ) : S 7.95 (m, 2H), 7.03-7.26 (m, 3H), 6.83 (in, 3H), 4.20 (t, J = 6.6 
Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H)o 

&mm2 (ii7) 

2- (3- (2- (5 2- (4-v7;7x-;l/) f+yrf-Jl'- 



TLC:Rf o.52(^nn^;i/A : ^ ^y-;w=9 : 1) ; 

NMR (CDa 3 ) : * 8.06 (d, J = 8.6 Hz, 2H), 7.70 (d, J = 8.6 Hz, 2H), 7.22 (m, 1H), 

6.78-6.87 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.4 Hz, 2H), 
2.40 (s, 3H) 

mmm2 n 1 a) 

2- (3- (2- (5-^^;W-2- (4 1, 2, 3-f7y7V 




OH 
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TLC:Rf 0.54(^nn*;UA : ^^y-;i/=9 : l); 

NMR (CDCI3) : S 7.23 (m, 1H), 6.78-6.88 (m, 3H), 4.23 (t, J = 6.5 Hz, 2H), 3.60 
(s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H)„ 

i» (i 1 9) 

2- (3- (2- (5 2- (2, 3, 5, 6-rh77Hn-4 




F 



TLC:Rf 0.34(^DO*;l/A : * ?J-)V=% \ 1) ; 

NMR (CDCI3) : 5 7.22 (m, 1H), 6.76-6.90 (m. 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 
(s, 2H), 3.01 (t, J = 6.4 Hz, 2H), 2.40 (s, 3H), 2.33 (s, 3H)» 

wmi (JJLQJ 

2- (3- (2- (5 2- (3--Fn-4-^fJl/7x-Jl/) * 
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TLC: Rf 0.31 (^DD^A ; * I 1) ; 

NMR (CDa 3 ) : $ 8.54 (d, J = 1.6 Hz, 1H), 8.08 (dd, J = 8.0, 1.6 Hz, 1H), 7.39 (d, 

5 J = 8.0 Hz, 1H), 7. 17 (m, 1H), 6.66-6.90 (m, 3H), 4.21 (t, J = 6.4 Hz, 2H), 3.59 (s, 
2H), 2.97 (t, J = 6.4 Hz, 2H), 2.63 (s, 3H), 2.39 (s, 3H)„ 

«fc W2 (12 1) 

2- (3- (2- (5 2 -'>^D^4rv;P*^-9-V-;i—4 — f ;W 
10 xh^» 7x-;l/) gfc& 




TLC : Rf 0.44(^nn*;WA : ^< ^y-;l/=9 I 1) I 
15 NMR (CDCI3) : 5 7. 19 (dd, J = 8.0, 8.0 Hz, 1H), 6.74-6. 87 (m, 3H), 4. 10 (t, J = 
6.6 Hz, 2H), 3.59 (s, 2H), 2.85 (t, J = 6.6 Hz, 2H), 2.71 (m, 1H), 2.23 (s, 3H), 1.96- 
2.04 (m, 2H), 1.19-1.86 (m, 8H ) 0 

mML2 (12 2) 

20 2 - (3- (2- (5-^^^-2-v^o^>-f;i/^^V-;i,-4--f;v) 
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TLC:Rf 0.46(^OD*;J/A : ^ ^y-;w=9 : 1) ; 

NMR (CDCI3) : S 7.19 (dd, J =7.9, 7.9 Hz, 1H), 6.74-6.87 (m, 3H), 4.11 (t, J = 
5 6.6 Hz, 2H), 3.59 (s, 2H), 3. 14 (m, 1H), 2.86 (t, J = 6.6 Hz, 2H), 2.24 (s, 3H), 1.56- 
2.12 (m, 8H) 0 

mttiM2 (12 3) 

2- (3- (2- (S-t-f-fr- 2 - (4-^>f^7x^;l/) 
10 -A-^)V) 7x-*) ftg? 




TLC:Rf 0.44(*nn*;WA : * ?y-/l/=8 I 1) ; 
15 NMR(aX3 3 ): 5 7.87 (d, J = 8.4 Hz, 2H), 7.22 (d, J = 8.4 Hz. 2H), 7.20 (m, 1H), 
6.75-6.90 (m, 3H), 4.19 (I, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz> 2H), 
2.62 (t, J = 7.6 Hz, 2H), 2.35 (s, 3H), 1.62 (m, 2H), 1.23-1.44 (m, 4H), 0.89 (t, J = 
6.8 Hz, 3H) 0 

20 mifoM2 (12 4) 

2- (3- (2- (5 ->f"^-2 - (\dVi?>-4-<{ fr) **V*S-)V- 
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TLC:Rf o.36(?cm*;vA : * ^y-^4 : l); 

NMR (DMSO-dg) : $ 8.75 (d, J = 6 Hz, 2H), 7.80 (d, J = 6 Hz, 2H), 7.20 (dd, J = 

5 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 7 Hz, 2H), 3.75 (s, 2H), 3.05 (s, 2H), 
2.95 (t, J = 7 Hz, 2H), 2.40 (s, 3H)o 

mmwi2 a 2 5) 

2- (3- (2- (5-^^;u-2- (eu^>-3 ->f^) 

10 4--f;W) 7x-il/) gfcg 




HjC:Rf o.39(^nn*;j/A : > ^y-;w=9 : l) ; 

15 NMR (DMSO-dg) : * 12.28 (brs, 1H), 9.07 (d, J = 1.5 Hz, 1H), 8.65 (d, J = 4.8 Hz, 
1H), 8.24 (d, J = 8.4 Hz, 1H), 7.52 (dd, J = 8.4Hz, 4.8 Hz, 1H), 7.21-7.16 (m, 1H), 
6.82-6.79 (m, 3H), 4.18 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 2.93 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 

20 $mm 2 (12 6) 

2- (3- (2- (5-*f-*-2- (trvy>-4->f/U) ^^r-9-V-;i/- 
4-^) xf^fy) 7i-^) 
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TLC :Rf 034(?nn*;l/A : *?;-)V=9 : 1)', 

NMR (DMSOdfi) : 8 12.29 (brs, 1H), 8.69 (d, J = 6.0 Hz, 2H), 7.80 (d, J = 6.0 Hz, 

5 2H), 7.21-7.16 (m, 1H), 6.82-6.78 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H)„ 

mmm2 (12 7) 

2- (3- (2- (5 ->f-;U-2 - (4-^f/Hf^7y>-l--f^) f- 
10 7/-;v-4->f^) xh^fy) 7ol-;1/) ft£ 




TLC:Rf o.40(*nn*;i/A : ?y-;i/=3 : 1) ; 

15 NMR(CDC1 3 ): S 7.00-7.20 (m, 2H), 6.70-6.85 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 
3.46-3.55 (m, 4H), 2.91 (t, J = 6.6 Ha 2H), 2.75-2. 83 (m, 4H), 2.47 (s, 3H), 2.24 (s, 
3H)o 

mm (12 8) 

20 2- (3 - (2 - ( 5 - ^ f ;V - 2 - 7 x-JI/^^t V- ^- 4 - ;V) -X h 
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TLC:Rf 031 (tK: *9 ^a*M=i : 1 0 : l 00); 

NMR (CDQ 3 ) : S 7.98 (m, 2H), 7.50-7.40 (m. 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
5 7.00(m, lH),6.95-6.80(m, 2H), 4.62 (s, 2H), 4.26 (t, J = 7.0Hz, 2H), 4.11 (s, 2H), 
2.99 (t, J = 7.0 Hz, 2H), 2.39 (s, 3H)o 

mssm llzjh 

2- (3- (2- (5 2- (tTV> f >-3-'f ;V) 

io 4-W;W ^h*v) 7z-^fjpft) g^m 




TLC:Rf o.4i (^dd*;wa : ^ ^y-;w=4 : l) ; 

15 NMR (DMSOdfi) : <5 9.05 (s, 1H), 8.65 (d, J = 4 Hz, 1H), 8.25 (d, J = 7 Hz, 1H), 
7.55 (m, 1H), 7.20 (dd, J = 7, 7 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 6 Hz, 2H), 
3.80 (s, 2H), 3.10 (s, 2H), 2.95 (t, J = 6 Hz, 2H), 2.40 (s, 3H)o 

SE W 2 (13 0) 

20 2- (3- (2- (5 2- (4-^f-;P^*7jt-;U) t^-^V- 
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TLC:0.44(^ua*;i,A : ^ ^y-;i/=8 I 1); 

NMR (CDQ 3 ) : 8 7.87 (d, J = 8.6 Hz, 2H), 7.26 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.51 (s, 3H), 2J5 (s, 3H) 0 

(131) 

2- (3- (2- (5-^f)l'-2-^0 7 , nifHW-*-4-'f*) 
10 xh^v) ifcg 



TLC:Rf 0.43(^0 n : ^ ^y-;u=g : 1) ; 
15 NMR CDCI3) : £ 7.25-7. 10 (m, 1H), 6.86-6.74 (m, 3H), 4. 10 (t, J = 6.6 Hz, 2H), 



mmm2 (1 3 2) 

20 2- (3- (2 - (5-^^-2- (4--bU7x-;u) ^^y-^- 
4-4 )U) Xh^fy) gfc$ 




3.58 (s, 2H), 2.82 (t. J = 6.6 Hz, 2H), 2.20 (s, 3H), 2.04-1.98 (m, 1H), 1.01-0.94 (m, 
4H) 0 
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TLC:Rf 0i3(^na*M:>^y-;i/=9 ! 1)1 

NMR (CDa 3 ) : $ 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
5 8.0, 8.0 Hz, 1H), 6.77-6.90 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.57 (s, 2H), 3.00 (t, J 
= 6.6 Hz, 2H), 2.43 (s, 3H) 0 

3g*fc082 ( 1 3 3) 

2- (3- (2- (5-X-^-2- (4ry V >-2->f A/) **-9-V-;U- 
10 4-4*) xh*S/) 7x^;l/) gfc$ 




TLC : Rf 0.51 (?ao*H : * ?y-/w=9 : 1) ; 
15 NMR (CDC1 3 ) : d 8.16-8.28 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 
7.22 (dd, J = 8.2, 8.2 Hz, 1H), 6.78-6.87 (m, 3H), 4.29 (t, J= 6.6 Hz, 2H), 3.61 (s, 
2H), 3.04 (t, J = 6.6 Hz, 2H), 2.46 (s, 3H) 0 

3t*fc0fl2 (13 4) 

20 2- (3- (2 - (5-^-^-2 - (3-b'J7Wo^h^y7x-^) 
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TLC:Rf 0.37(^nn^^A : ^ ^y-;l/=9 : 1) ; 

NMR (CDCI3) : S 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.80 (m, 1H), 7.45 (t, J = 

5 7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.89-6.78 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) B 

mmm2 g 3 5) 

2 - (3- (2 - (5-^-f-;U-2 - (2-h U^n^tM ^v7x-^) 




1LC:Rf 0.42(^on^;i^A : * y $ : 1) ; 

15 NMR (CDQ3) : S 8.06 (dd, J = 7.8, 2.0 Hz, 1H), 7.49-7.31 (m, 3H), 7.27-7.17 (m, 
1H), 6.88-6.78 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.8 Hz, 
2H), 2.38 (s, 3H) 0 

20 2- (3- (2 - (4-^ffl'-2-7x^W/-Jl/-5-'ffl') x h 
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TLC:Rf o.44(^od*;va ?;-)U=9 : 1) ; 

NMR (CDQ 3 ) : S 8.00-7.93 (m, 2H), 7.46-7.37 (m, 3H), 7.28-7. 18 (m, 1H), 6.90- 
5 6.78 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 3. 14 (t, J m 6.8 Hz, 2H), 2.20 (s, 
3H) 0 

msmi (137) 

2- (3- (2- (5-^f-^-2- (1, 3-V**V-J >yy-5-J fr) 




TLC : Rf 0.20 n n *9 tJc= 1 0 0 I 1 0 I 1 ) ; 

15 NMR(CD 3 OD): S 7.49 (dd, J = 8.4, 1.8 Hz, 1H), 7.38 (d, J = 1.8 Hz, 1H), 7.22 (t, 

J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.Q1 (s, 2H), 4.54 (s, 2H), 4.26 (t, J = 6.4 Hz, 
2H), 4.06 (s, 2H), 2.93 (t, J = 6.4 Hz, 2H), 2.33 (s, 3H) 0 

mm 

20 2- (3- (2- (5-^f-;i'-2-7x-;l/t^ty-;l/-4-'f^) x.* 
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CH3 



CH3 



2- ( 5 - ^ f - 2 - 7 x ^ tV- Jl'- 4 - 'f fl/) xf^/nv/f 
K (1 3 6mg) i5«tO r 3-^^*'/h7i-;w^- ^f^x^fJV (7 8 
5 mg) fcT-bh-HJA' (5ml) *C»J*U (1 8 Omg) £ 

finx.. g^-Cl B#P«3it#L£„ Kin ^-x^T&ttiL 

t„ mmteLt&mti- m; ****** ^jttfmAtt^-cji^ft^L, * 

*«t^*v*A-e$a£& N *»Lfc« %S^v'J*^*7A^ovh 
(* nn*;i/A : Bfe&^>W=2 0 0: 1-5 0: 1) -Ci*5KU 
10 T©»tttt*W1-**»93fk^«r (9 2mg) 
TLC:Rf 0.33(ffi^^^ : ^+"9->= 1 : 3) ; 

NMR (CDCI3) : 5 7.96 (m, 2H), 7.50-7.35 (m. 3H), 7.30-7. 15 (m, 3H), 7.06 (m, 
1H), 3.69 (s, 3H), 3.57 (s, 2H), 3.28 (t, J = 7.0 Hz, 2H), 2.82 (t, J = 7.0 Hz, 2H), 
2.27 (s, 3H) 0 



mm 

2- (3- (2- (5-^f^-2-7i-^tn , /-;i'-4-'f;l') xh 



3- (2- (5-^f^-2-7xx;i/tW-^-4->f^)xhi|fy) 
'OS?**-*-* (l.l5g) Ox^;-^ (3 5ml) 2 - 



15 




H 3 C CH3 
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M-)\,-7u^V& • (0.64ml) ££ Vi- Y f-U- Y 

(2 9 Omg) ZOWjaL 3^HIXU, BtiB&&fcWLiW§Li-?ftm 

5 W7A^n7f^7^- :g^®^;w=5 : 1) tfSL, 

TE»tttt**i-**»Wfl:'&* (l.69g) 
TLC:Rf 0.46(^4r"^^ I ftK^^=4 I 1); 

NMR (CDC1 3 ) : 8 8.01-7.94 (m, 2H), 7.46-7.37 (m, 3H), 7. 18 (t, J= 8.0 Hz, iH), 

6.89-6.72 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 4.12 (q, J = 7.0 Hz, 2H), 3.79 (s, 2H), 
10 2.97 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.53 (s, 6H), 1.26 (t, J = 7.0 Hz, 3H)o 

* tt fl5~% E H5 (1) 
1115 

2- (3- (2- (5 - ^f ^- 2 - 7x-;i/*+tV-Jl'- 4 - ^l') if- 




TLC:Rf 0.50(tK: * 9 J \ ?nn*H= l : l 0 : l 0 0) ; 

NMR (CDC%) : £ 7.94 (m, 2H), 7.45-7.35 (m. 3H), 7.30-7. 15 (m, 3H), 7.07 (m, 
25 1H), 3.58 (s, 2H), 3.25 (t, J = 7.0 Hz, 2H), 2.81 (t, J = 7.0 Hz, 2H), 2.25 (s, 3H) 0 
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2- (3- (2- (5-^^;u-2 -7x^t+t > /-^-4-'f )V) jc h 



TLC:Rf 0.53(^^-9"> : »K^^^= l : 3) ; 

NMR (CDCI3) : 8 8.00-7.94 (m, 2H), 7.46-7.41 (m, 3H), 7. 15 (t, J= 7.8 Hz, 1H), 
10 7.08 (m, 1H), 6.84-6.74 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.88 (s, 2H), 2.99 (t, J = 
7.2 Hz, 1H), 2.38 (s, 3H), 1.58 (s, 6H) 0 

2- (3- (2- ( 5 - ^ f * - 2 - 7 x-A/ *+tV-;i/- 4 - ^) -X. h 

15 



TLC : Rf 0.53 > I ft^f-;u= 1:3); 

NMR (CD3OD) : 8 7.98-7.93 (m, 2H), 7.49-7.43 (m, 3H), 7. 13 (t, J = 7.4 Hz, 1H), 

20 6.92-6.85 (m, 2H), 6.78-6.70 (m, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.36 (s, 3H), 1.46 (s, 6H) C 



5 




H 3 C V CHa 




H3C CH3 
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3- (2- (5-^f^-2-7x-;Vt^rt , /-^-4-'f;l') xh^-» 
so XT K 



O 



5 




2- (5-^f^-2-7x^W-;V-4-^) i.*y-A, (1.02 
g) , 3-IiKn + y^>X7;VftK (0.73g) h U 7x-WX7-f 

> (l.57g) Z&ittruy (1 Oml) fc»J»U 1, 1* - (7^*J^* 
io -)v) y e^? »; y (i.74g ) £ o r-eira* . 2 B#H8*i# L£<> 

^ftK^^fcinx., s#**B!!Lfco zWLzmmttzo nmzi'Vijr 
st, Tum&mm-tzmmfc&ys (uog) 

TLC:Rf 0.77 9 J —to I ^nn*W= 1 : 2 0) ; 
15 NMR (CDCI3) : 8 9.96 (s, 1H), 7.98 (m, 2H) t 7.50-7.35 (m, 6H), 7.17 (m, 1H), 
4.31 (t, J = 6.0Hz, 2H), 3.01 (t, J = 6.0Hz, 2H), 2.38 (s, 3H) 0 

mm 

3- (2- (5 -^f^-2-7x-;i/t*t/-^-4-^ J^h^v) 
20 t^t'o^ h 



OH 
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##fl)6-eg£&L£ft£^ (13 5mg) £«fctf3«Mfc3B& (13mg) £ 
teitt^uy (3ml) C**U OT;^hlM^i/vy;W-H;;i/ (0.14ml) 

«*Lfc. (3 ml) (C**L, 2 N-i£& 

(0.5ml) SfiT-*fea#Lfc. fOSfi£*«*fc*fcini;u Sfc&J- 

*»a-c*s*&» gjgu nFC«tt«««-r<&*afl:«« d 4 o mg ) 



TLC: Rf 0.27(St^^;H ^.*-9->= 1 : 2)1 

NMR (CDa 3 ) : S 7.94 (m, 2H), 7.45-7.35 (m, 3H), 7.29 (dd, J = 8.0, 8.0Hz, 1H), 
7.10-7.00 (m, 2H), 6.90 (m, 1H), 5.49 (d, J = 6.0Hz, lH), 4.73 (d, J = 6.0Hz, 1H), 
4.16 (t, J ■ 6.5Hz, 2H), 2.92 (t, J = 6.5Hz, 2H), 2.37 (s, 3H) 0 



ff-vTy-3 - (2- (5-^f^-2-7x^i/WV , -;i/-4-^;i') 



mWTZm&Ltzit&® (9 3mg) tWLt+Vy (3ml) fc*#U 
^ia-C^k^^--^ (6 1ml) fcitfv^fl^l/ATS K (lfS) £iJDx.x 



10 £<> 
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mst-??*^ aueu Tms&mt:G+ o 9 

mg) 

TLC:Rf 0.74 (Bfc$.x^;H /\3MJ->=1 : 1); 
5 NMR (CDa 3 ) : £ 7.97 (m, 2H), 7.50-7.35 (m, 3H), 7.33 (dd, J = 8.0, 8.0Hz, 1H), 
7. 10-7.00 (m, 2H), 6.98 (m, 1H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 
6.5Hz, 2H), 2.36 (s, 3H) G 

io 5- (3- (2- (5-^f;i'-2-7i-^tW-;i'-4-'f;v) xi- 

-2, 4-f77'J 




15 ##W8-CSitL^b^ (9 9mg) (lml) fc»#U 

^*?l^7 (2 6mg) fcillx, 3«n«XL^ 0 2 N-£& 

(1.5ml) fclD*., -WHItLfc. B6ii^»**»WtlclipiL, ftRxf^f 

20 fHHfcft* ( 6 0 m g ) i&ito 

TLC: Rf o.3i aMx** : l : l); 

NMR (dg-DMSO) : $ 7.90 (m, 2H), 7.60-7.40 (m, 3H), 7.31 (dd, J=8.0, 8.0Hz, 
1H), 7.00-6.90 (m, 3H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 6.5Hz, 2H), 
2.36 (s, 3H)o 
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•2 - (3- (4- U-^^x-JW) -^TV-^-2--f h^v) 

7-x^;i/^;i^*) lO.Og 

•&iNiS£^'; n a o.2g 

• x?Tv>&rr**s*A mmi) 0.1 g 

•mH-fe^n-* 9.7 g 

7 J'"/* 1 0 0 

• 2- (3- (4- (4-^-^;i'7ac-;i/) fry-;i/-2 ->f b*v) 

7i-;MWt) gfc& 2 g 

. y h 5 g 

• 1000m 1 
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(a;<K 

A2|i-0-£Sfctt-S-£*^fcU 
A 3 it 0 H&i fcliN**^*? U 
10 nlil~5£^fc>U 
Ri'tt 

(i) ^iiJi^ 

(ii) C 1-~87A'*H'& 
(ui) Aor^I^ 

15 (iv) 

(v) -hn$, 

(vi) h'jAD^f^ 

(vii) h 'J^n^ 

(viii) /mi 
20 (k) vT/i 

(x) C l~47^mS, 

(xi) NR5R6i R5££tfR6\iZti?tmZLx^ ^mm^ttz 
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(xiii) ^"fn^gfc^frU 
R2|i 

(i) *m*s 

5 (ii) C 

(iii) /Noy>If, Sfcl* 

(iv) h V^o^^wgfc^fcU 
C y c 1 

, N— ^ , *fctt N — ^ % m 

10 Cyc2|li 

(i) i£lt», titit 

(a) Afnii^^u 

R3|i 

(i) tK^T > 
15 (ii) C 

(iii) ^ny^JSHK 

(iv) Cl-4 7^3*y$, 

(v) - mat, 

(vi) hVVND^^;^ 
20 (vii) h V/NOpi h*vg x 

(viii) YV»u 

(ix) ->7yi, ££l± 

(x) Cl-4 7Wft$*ifcU 
R4{i 
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R 8 R 9 

(i) — A 4 -C— COOR 7 iJtli 

(a) 2, 4-f-T % /U^>3?*>-5-'fA'3fe*3E*>U 

(0 

5 (ii) C 1~47;^1/^ 

(fii) -Cl~47;KV>-0-I, 

(iv) -Cl-47^l^>-S-S^U 

10 fc/iU 

(1) R4i±2&2fcl*3ftK*S£-1-*«>e>i:U 

(2) R4**3ftfcig£-U A*#i|Mfrk*fctt*f-l'5'*&:bU A3t&*CH 
£toU Cy c l^>-lfv5r^*)1-t§, Al|±^f-l^>, ttz 

i fz (Dim® t LXlfKir Zta*mrMt3 XV/itztom 

5>Jo 

3. ©*^<SHiE«^>-«^ (i) -c*S*i*fl:*», *tit><D#m&& > 
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lii&M, HDL3l^^fn-MM L D L 3 VTs -f n — )UH X Xf/t. tz 
~t 9 9 -mmi -oh z>m*<r>mw l Eft®** * * -> v - a JgJllgi&ttfl^S 

4. 




io 

A2 (±-0-«7tl±- S -&£^fcU 
A 3 HCH&t tz\iNm%g;t> U 

15 RMi 

(i) **JK^ , 

(ii) Cl~8 7>Mf/i/3k 

(iii) ;\ny>gf, 

(iv) C i-4 7;V3^fyi, 
20 (v) - h v& 

(vi) hV»n*f-;Ug, 
(vn) h y/\n* h*~>& x 
(viii) hy^D^f-^f-^lfe, 

224 



WO 99/46232 



PCT/JP99/01134 



(ix) vr;l, 

(x) Cl-4TWfti, 

(») NR5R6^ (Xm, R5^J:tfR6{i^a^«t5[LT, *»BM £ 

5 (xu) &tmm&. ttzit 

(xiii) 'vf oSUfcfcffcbU 
R2|i 

(0 frmm*. 

(n) C1~47^S, 
10 (in) ad^>S^ £fc|± 

(iv) MMNtM-^gSr^frU 
C y c 1 

(i) -f^T- (iO "X T" (Ki) "T T" 

Cyc2lli 
15 (i) ifcli 

(ii) ^fnii^lfcU 
R3|i 

(i) 

(n) C 1-8 7***26, 
20 CiBL> AD^/Jgf, 

(iv) Cl~47^3+vS, 

(v) -hnS, 

(vi) FV^o^f;H % 

(vii) hU^D* h*vg, 
25 (vfii) MJ^n*f-*f-*3k 
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(ix) v7/I, ttzli 

(x) C l~4 7;l/**?-*&££fc>U 
R4{i 

R 8 R 9 

(i) — A 4 -C— COOR 7 Sfctt 

5 (ii) 2, 4 -f 7'/V y >y t > - 5 -'f ^I^ti? 
A*J± 

(0 

(ii) C 1~4 7^W>I, 

(in) -Cl~4 7^U>-0-S, £tz\± 
10 (iv) -C 1 -ATfr^Vy-S-mzmfrL, 

(1) R 4 \±2iiL$.tzl±3tiLliZll£&-?2> fcOfc L, 
15 (2) R4ri*3&£jgr£U A^^^^jtfi^f-l^^^fcL. A3tf*CH 

20 5. m*<V&m4&Wl<0-H!6L$, (I) -C^Stl-Mfc^^ *k Cy c 1 & 

N — ^ , iJttt N— * 
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6. it&to*^ 

I) 5- (3- (e7i-^-4->fW h*v) 7xZ)l/) 

5 2) 4 - (3 - (e7x^-4-'fWf + y) 7x^;l/) 7r/g^f;v 

3) 4- (3- (2- (5 - 2 -7 x-JM-W/-*- 4 -4 ;v) x. 

4) 6 - (3 - (2 - ( 5 f ^- 2 - 7x-;l/t+t V-^- 4 - 'f ^) x 
10 F^y) 7x-;v) AH'/g-^f^fK 

5) 5- (3- (2- (5-^f^-2-7x^;i/i^rty-;i/-4 x 

6) 6- (2- (2- (5-^f^-2-7x^;l/t^tV J -^-4-^^) x 
15 7) 5- (2- (2- (5->f-;l'-2- , 7Ji-^^-^r-9-y-;l/-4-'f ;V) x 

7x-;v) s<y? v& • ^•^wx.xf^K 

8) 2- (3- (2- (5-^f^-2-7x^l/tWHV-4-'fJl') x 
h*y) y^-jU) ^-^f^xxf^ 

9) 5- (3- (3- (5-^^;V-2-7aix;i/^^y-;i/-4-^;v) -f 
20 n*>y) 7x-;l')/<>^>S^fjl'X^f;K 

10) 2- (3- (2- "(5-*f-A'-2- (4-^f^7x^) ^i^y- 

II) 2- (3- (2- (5 2- (4-x^-;1/7jl^^) 
;W-4-^f;U) ih^fy) 7xx;i/) SS^f^f^ 

25 12) 2- (3- (2- (5 -^^-2 - (4 -7n xx;i,) V 
-;w-4--f;w) xh^fy) 7x-^) t&Bt • *f-;wr,.*-f >K 
13) 2- (3- (2- (5 ->f-^-2- (4->f77o^7x^) 

111 
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14) 2- (3- (2- (5 2 - (4- 7oc 

15) 2- (3- (2- (5 ->^;U-2 - (4- t -•/■^;1'7jl^;w) ^-y- 

16) 2- (3- (2- (5 -*T)V-2- (4-^^v7i-Jl/) 

17) 2- (3- (2- (5-**-*-2- (3, 4 -5»> ^7i-^) * 
+•9-^-^-4-^^) 7i-Jl/) ftH^f;mf^ 

10 18) 2 - (3 - (5-^f^-2-7xxWt/-;l'-4-'f;U) 
v) 7i-^) SS'^f^f^ 

19) 2- (3- (2- (5-^^-2-7x^7^-4-^^) X 

20) 2- (3- (3- (5-^f)l'-2-7x-^W-^-4-'f^) 
15 ?ux*i,) 7xx;i^) ftg • ;*^;wx.;*t;K 

21) 2- (3- (2- (2-7jc-;i/*4r-9-V-^-4--f;i') x^y) 7 

22) 2- (3- (2- (5-^^^-2- (3-^no-4-^f;V7x^) 
**-9-V-rt'-4 — r*0 xh^» 7x-;w) Wftk • *?-;iAX*-r;K 

20 23) 2 - (3- (2- (5 -if ^-2 - 7x-;vt - 'f;!/) 

24) 2- (3- (2- (5-^f-^-2- (4-7f;l/7xx^) ^-^^-y- 
;|/-4-W;V) ^h^rv') 7xx)k) fttt • > f^-X^f >K 

25) 2- (3- (2- (5-^-7-^- 2 - (4-?nD7x-^) **-9-V- 
25 ;l/-4--OV) xkv) 7x^^) If.^fjpi^t^ 

26) 2- (3- (2- (5 -^^-2- (2-^f^7xx^) ^^y*- 
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27) 2- (3- (2- (5-*f-*-2- ;l/7x^;V) 

28) 2- (3- (2- (5-^^-2- (4 - M 7**CM f-;W7 i^*) 

5 29) 2 - (3 - (2- (5 2 - (4-7^07i-^) 

-;|^-4->f;l/) x)-+y) 7xz^) ftlft • ^^J.^-f ^ 

30) 2- (3- (2- (5-^;i/-2- (4-v7;7i-;i/) **-9"V- 
;i/-4-^f;v) 7i-*) S8^f^7^ 

31) 2 - (3- (2- (5-***- 2- (3--fn-4-^fJU7x-;i/) 

32) 2- (3- (2- (5-^^;l^-2- (4-^>"^;i/7x-;i/) 

33) 2- (3- (2- (5-*^-2- (4-^hn7x^) ^WV- 
)U-4-y()],) jn-h^v) 7x-^) ftK-^f^f;K 



15 


34) 5- 


(3- 


(tT7i-;i/-4->f h^v) 7x-j/) 






35) 4- 


(3- 


(e7xX^/-4-/ f /Wpt h*v) 7xx*) 7? >j 






36) 4 - 


(3- 


(2- (5-^-f-;V-2-7jc-;l/^^^V-;^-4 








7 








37) 6- 


(3- 






20 




7x: 








38) 5- 


(3- 


( 2 - ( 5 - J* 2 - 7 x V*-;i/- 4 








7x: 








39) 6 - 


(2- 


(2- (5-^-f-^-2-7aL^;l/^^-9-y-^-4 








7jc- 






25 


40) 5— 


(2- 


(2- (5-^f^-2-7xx;l/tW-;V-4 






i^y) 


7x: 








41) 2 - 


(3- 


(2- (5-^f;v-2-7xx^tny-;v-4 
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42) 5- (3- (3- (5 2-7x-^t^t7-Jl/-4-'f;l') 

43) 2- (3- (2- (5-^^^-2- (4-^H'7x^) **-9-V- 
5 *-4— {*) xh^y) 7i-;i/) g^Kx 

44) 2- (3- (2- (5 2- (4-xf^7x^;V) **"9-V*- 
)V-4-4)V) i^y) 7x^)P) gfcgL 

45) 2- (3- (2- (5-^^-2- (4 -7*a e^7ai-;W) *-*irv T 
-)V-A-4)V) xF + y) 7x^) ftHL 

10 46) 2- (3- (2 - (5 2- (4 f V7*D b?*? jl-;W) 

•9-y-;i/-4->f^) J^h+v) 7x^)V) BfcSL 

47) 2- (3- (2- (5 -^^-2- (4- ( 2 f^7n tf;l/) 7x 

**-»r/-*-4— f*0 xh4r'» 7x-^) 

48) 2- (3- (2- (5-^f-^-2- ( 4 - t -7*-* 7 **4)r 
15 V-;i/-4-^;w) xHf«» 7^-;v) Bi^, 

49) 2- (3- (2- (5-^f-;U-2 - (4-^hfy7x^) 
_ ;P _4_^ ;U ) x|.#y) 7x-^) ifcg, 

50) 2- (3- (2- (5 2- (3, 4-y^Ry7x^) * 
*^f-fr-±-4 fr) JCh^r-» 7x-Jl/) gfc® % 

20 51) 2- (3- (5-^fA'-2-7xxmt > /-^-4-'f/l') 
~>) 7x^JV) gj=g£ % 

52) 2- (3- (2- (5 2 -7x-W 7/-Jl/-4-^l') X- 

7x-^) »R, 

53) 2- (3- (3 - (5-^f^-2-7x-Wt/-^-4-'f^) 
25 7*D**4rv) 7x^;V) gf^ 

54) 2- (3- (2- (2-7xXj^H/-;V-4-^) xf^y) 7 
x-;w) 
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55) 2- (3- (2- (5-*^;W-2- (3-^nD-4-^f;i/7i-^) 

56) 2- (3- (2- (5 -x?-;i/-2 -7i-;l'tn , /-)l'- 4-^/10 
5 57) 2- (3 - (2- (5-*3-fr-2- (4-7*^71-^) ttt*/- 

58) 2- (3- (2- (5-***- 2*- (4-?nn7i^) 
*-4-i*;i') ih+y) 7x^i/) 

59) 2- (3- (2- (5 ->?-;!/- 2 - (2-^fJV7z^) ^WvT- 
10 ^-4 — f;W) 7x^;i/) 

60) 2- (3- (2- (5-^f-^-2- . (S-^f-A^Jt-*) 
)V-A-4)V) x-Y*^) 7xz;v) 

61) 2- (3- (2- (5-^f-;W-2- (4-hV7^tn^f;V7x-^) 
**-*j-V-;u-4->Ov) ^h*v) 7x;*) ftSL 

15 62) 2- (3 - (2- (5-*?->t'-2- (4-7Hn7x-^) **^*/ 

63) 2- (3- (2- (5 -**-A'- 2 - (4-v7;7x-^) t*-*)/- 

64) 2- (3- (2- (5 -^f'/l'- 2 - (3--hn-4-^Wx^l/) 
20 **-9-y-*f-4—f fr) xh#«» 7x-^) fljs& 

65) 2- (3- (2- (5-^^-2- (4-^^7x-^) ^^r^V 
-)V-A-J)V) xh^fy) 7x^) 

66) 2- (3- (2- (5 -*f-;W-2- (4--hD7x-^) 
)V-A-^J^) X^y) 7x-^) ft&x 

25 67) 2 - (3 - (2- ( 5 2 -7xxWH7-^- 4 -4 )V) 

68) 2- (3- (2- (5-p«^;l'-2-7ji-;i/^^-9-y-^-4-^^) 
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7. fl:**#, 

5 1) 2- (3- (4- (4-^^l/7x-;l') f77-;i/-2-^;M h^y) 

2) 2- (3- (3- (lfTjL-A^— fJM h*v) 7jc-;W yat>f 

3) 2- (3- (3- (4- (4-^f^7x-;vj f7 , /-^-2-'f;M h 
10 7x-^) 7"ntf^ft) ftR.^ffl/xw, 

4) 2- (3- (lf7i-;i'-4-'f;Mf*y) 7x-WfW)ftg[- 

5) 2- (3- (2- (5-^f^-2-7x-;l/t^tV r -;i'-4-'f;l') .x 

15 6) 2 - (3- (3 - (2- (5-^f;i'-2-7x-;i/tW-^-4-'f 
)V) J^h^v) 7x-*) 7n tf;l/f-^-) gj=$ • 

7) 2- (3- (2- (tf7i-;l/-4--r ;V) -Xb*v) 7x^JMfW) 

8) 2- (4 no- 3 - (2- (5->f^-2-7x-;i/tW-;i'- 

9) 2- (4-^nn-3- (4- (4 - *^)V7 x.-)V) f77 , -;l/-2->f 

10) 2- (3- (\£7x.-)l'-4-'( h^rv) -4 -^H7i-;M 
25 11) 2- (3- ( (2E) -3- (if 7x-^-4 7n^-^t+v) 

12) 2- (3- (3- (il'7x^-4-/f;i,) 7D#*>0 7x-;Mf^ 
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13) 2- (3- (tr7i-^-4-^ )V* Y* s y) \£W>-5-'<A'**-* 

14) 2- (3- (4' -ynii>tf7x^-4-'f;M h + y) 7i-;M 

15) 2- (3- (4- (If V s J>-4-<( fr) 7x-W h + y) 

16) 2- (3- (4- (£V-?>-3— f *) 7i-/*^ h*v) 7x^;^ 
10 17) 2- (3- (4- (1, 3-5>**'<M>'* r V-5->fA0 7x^;i,^ f 

18) 2- (3- (4- (tfV 5* > -2-4*0 h*v) 7i-)M 

19) 2- (3- (4- (1, Z-V***M>yy-A-4*') 7x;;M h 
15 *v) 7x-^^fWt) Bfc& • ^f^x^f^ 

20) 2- (3- (2-7x-W/-A'-4-'f;M f+y) 7x^Wf 
)VTir) Bfc& • ^f^xxf^, 

21) 2- (3- (2- (5-^^-2- (4->f^7x^;l/) 

20 22) 2 - (3- (2- (2 - 7x-A-f 7 4 /-^-4 — 4 AO xh^y) 7x 

23) 2- (3- (2- (2-7x-;VtW-^-4-'f^) x;f*S/) 7 
x^A^f-A?-*) • ^f^xxf/i', 

24) 2- (3- (2- (5 -^f"A- 2 - (1, 3 - 5 - 
25 4 A) **-*r/-A/-4->r A) i^v) 7 x^A* f-A-f-*) ft® • * * 

25) 2- (3- (5-^^-2 - 7x-Wt x /-fl'-4-'f A,* 

233 



WO 99/46232 



PCT/JP99/01134 



26) 2- (3- (3- (5-^f-;i/-2-7i-;ut^r-9-V-;i/-4--f;i/) 

27) 2- (3- (2- (5 -^f-JU- 2 - ( 2 jc-;W) 

28) 2- (3- (2- (5-pt^;W-2- (3-^f^7x^) 
;v-4->f;l/) x^y) 7jc-;W>-^;1/^^) ft®? • ^ -^;i/xxx;K 

29) 2- (3- (2- (5-^f-^-2- (4-n+y7x^) **-9-V 
_ ;l/ _4_^ ;l/ ) jcb^rv) 7x-WWt) gj=$ • ^;ioL;*-rA\ 

10 30) 2 - (3 - (2 - ( 5 - > f JP- 2 - 7x^;i/t^ t'/-^- 4 - >f ;V) 

31) 2- (3- (2- (5-*^;u-2-7i-;w*^y-;i/-4-'f;i') 
x^-y) -2-^f;V7x^MfW) ^->f;Vx^fiK 

32) 2- (3- (2- (5 2 -7:t-;w*^V--;v- 4-^010 
15 -l-^fjvxb^y) 7x^;i/,)tWi) ffiK-^f;i/xxf^ 

33) 2- (3- (2- (5-*?-)\'-2-7*-)\'**y-*S-)U-4-y( )V) 
7n***v) ^fUXf^W 

34) 2- (3- (2- ( 5 - ^f^- 2 - 7x-;i/t*t V-JV - 4 - 'f ^) 
xK'» 7x;^^Wt) 7*DA>K.xf;px^f;K 

20 35) 2- (3 - (2 - (5 -^^^-2- (4-xf ^7xz;i/) ^.y-y- 

36) 2- (3- (2- (5-*f-;i/-2- (4 -7n tf;i/:7 ^;v) 
-;i/-4-W;w) x|«+y) 7x-;MWt) SK-^f^x^fJK 

37) 2- (3- (2- (5-^f-^-2- ( 4 V 7*n M )Uy i-;w) 

25 •*>-V-/i/-4->f ;i/) xh^y) 7x^;^Wt) ftg. *^;Vx*-r;K 

38) 2- (3- (2- (5-^f^-2-7x-W/-^-4-'f;V) x 
h*v) 7x;;MWt) • ^?-;i/x*-r;K 
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39) 2- (3- (2- (5-^f-;w-2- (4 -T^V jl-jV) 

40) 2- (3- (2- ( 5 -if JV- 2 - 7x-;Vt W-Jl/ - 4 - 'f ^) 
5 41) 2- (3- (2- (5-*f *-2- (4 -^>^7oi^;u) 

42) 2- (3- (2- (5-^f^-2-y^D^vWty-^-4- 

jlK^v) 7xx;Mf«'ft) ftS->f^f;K 

43) 2- (3- (2- (5 2 - (4- ( 2 f-fl/^n fc» 7 ^ 
10 ^;w) **-9-V-;l'-4 ->f;i/) xh^y) Ti-/!^*-*?-*) gfcg • * =f- 

44) 2 - (3- (2- (5-^f^-2- (4 - t -W7xxji/) 

45) 2- (3- (2- (5 2 - (4-y^A+y;V7x^) * 
15 ^-9-V-;i/-4 ->f x^y) 7x-JMW*) ^-^f^x^f 

46) 2- (3- (5 2- (1, 3-^**^4 >y>-5-4 fr) 

20 47) 2- (3- (5->f^-2- (4-^f V/nif;l/-7i-;W) »/- 
;w-4-^f;w^ 7xx;Mf)i/ft) Sgl^f^xxfJK 

48) 2- (3- (2- (4->f ^-2-7xX^^ft , /-;V-5-'f;V) 

49) 2- (3- (2- (5-^^-2- (3, 4-yV h^v7xx;i,) * 
25 ^-9-V-;i/-4 x)« + y) 7xx^^ • 

50) 2- (3- (2 - (5-^f-;v-2- (4-p<f frM^yVy- 1 ->f;i/) 
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51) 2- (3- (2- (5 - (tf';y>-2-^;W) 

5 52) 2- (3 - (2 - (5 -^^^-2- (fi7x>-2-^) **^:/ 
-;l/-4 -xf ;i/) 7xXJMfJl'ft) • * -f^-x^x >K 

53) 2- (3- (2- (5 2 - (4 - S J* f-A'T S J 7x-;l^) * 

10 54) 2- (3- (2 - (5-^f-^-2 -'>^n^>f-;i/^-^V-^-4 - 

55) 2- (3- (2- (5-*^*-2-->*n7nif***-fry-/l/--4 - 
>f;u) ih^v) 7ji-;w^^;w^^-) Sfc® • >f*x^t^ 

56) 2- (3- (2- (5-^^-2- (4- (1, 2, 3-f7y*7V- 
15 ;i/-4-W;w) 7jc-;i/) **-9-y-;i'-4 --Ov) xh^y) 7xz;m f- 

57) 2- (3- (2- (5-^f-;W-2- (4- (4 1. 2, 3- 
f7y7V-;V-5-^f^) 7ac-;l/) **W-A>-4-4 )V) X^y) 

7jl~;w>^;w^^) gfcg- ^f^x^f^, 
20 58) 2- (3- (2 - (5 2- (77>-2-^^) ****/-Jl/ 

59) 2- (3- (2- (5-^f-;W-2- (tfUV^-4 — f*) t*t'/- 
>l/-4->f;V) ih^ri/) 7xx^fW) ftK-^f-^Jt^f^ 

60) 2- (3- (2- (5-^f)l'-2-7xX^W-^-4-'fA') 
25 xf^y) 7xx^ h+v) ft®- t -r^-x^-f'K 

61) 2- (3- (2- (5-^-^-2- (lfV^>-3->f;V) 
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62) 2- (3- (4- (4->f;V7x-^) f77-^-2-^^ h*v) 

63) 2- (3- (3- (e7x-^-4-^^^>^ry) 7i-^) 7*0^^ 

5 64) 2- (3- (3- (4- (4 -^f*7x-*) f 7^-2-^;^ 
h*v) 7x-;V) :/nl£;v^*) ft^ 

65) 2- (3- (lf7x-;V-4-'f;M h*v) 7x-fl/^f;l/ft) gfc&, 

66) 2- (3- (2- (5-^;i'-2-7x-;u**^y'-;i/-4->r;u) 

10 67) 2 - (3 - (3- (2 - (5-^f;i'-2-7x-)l/*^tV , -^-4- 

68) 2- (3- (2- (if 7x^-4 -4 fr) X^y) 7xx;MWf 
*) IHt 

69) 2 - (4-^ no -3 - (2- (5->f;l'-2-7x-Wty-;V 
15 -4-4*0 x)>^» 7x;jl/^f;kft) S^g?> 

70) 2- (4 -?nn-3 - (4- (4-^f^7x-;i/) f7V-JV-2- 
4 h*v) 7xx^^fW) 

71) 2- (3- (U7xiA'-4-'f^ -4-?nn7x_;Mf 

ML 

20 72) 2 - (3- ( (2E) -3- (if 7 jl— *- 4 -4 >l/) 7*n^^;U^-4rV') 

7x-)Mwt) 

73) 2- (3- (3- (lf7xx;i/-4-W» 7*n^y) 7 

74) 2- (3- (lf7x-^-4-^;Mh^y) lf>; 5 —f f-A' 

25 

75) 2- (3- (4* -yne;Hf7oc-^-4-^;Vp« h^rv) 7xZ)M 
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76) 2- (3- (4- (fc? »J Vy-A-lfr) 7i-Wb^rv) 7i^> 

77) 2- (3- (4- {MWy-Z-Jfr) 7x-;Mh^fv) 7x-;M 

5 78) 2- (3- (4- (1, 3-3>**1M >*>-5-'f >W) 7x^;l/> h 
+v) 7x-WW*) gftt 

79) 2- (3- (4- (fcf'j y>- 2-4/1') h#v) 7i-^^ 

80) 2 - (3- (4 - (1, 3-^t*t'f'//>-4->f^) 7x-;M > 
10 3rv) 7x^^^Wt) 

81) 2- (3- (2-7x-W7-^-4->f;Mh+y) 7:x^;i/;*?- 

82) 2- (3- (2- (5 2- (4-^ffl/7x^;v) 

15 83) 2 - (3- (2- (2-7x-;Pf7V*-;V-4-'f;l/) "7 x 

84) 2- (3- (2- (2-7x-Wt/-^-4->f^) i^y) 7 

flHt 

85) 2- (3- (2- (5->^-^-2 - (1, 3-mt>f>r/-5- 
20 >f*) *^y-^-4->f ;W) -Xh*v) 7i-^^f^^) gfc$ N 

86) 2 - (3- (5-^^-2-7x^^/^-4-^^^ h*y) 
7x^;MWt) 8M& 

87) 2- (3- (3- (5->f^-2-7x-^W-^-4->f^) 
7o^y) 7x-)P^Wt) BfcgL 

25 88) 2 - (3- (2- (5 2- (2-^Wx-^) 

89) 2- (3-. (2- (5-^f^-2-.(3->f;i'7xXjV) jj-^y- 
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90) 2- (3- (2- (5-^^-2- (4-* h*^*-*) **-*y* 

91) 2- (3- (2- (5 ->f-*-2-7x-**** % /-*-4->f ;i/) 

92) 2- (3- (2- (5-*^-2-7x-;V**-9-V-;l'-4->f;l') 

93) 2- (3- (2- (5 ->f -7x-yVi W-ii/-4 - i /f) 

10 94) 2- (3- (2- (5-^f^-2-7x-^t^t7-;V-4-'f;V) 
7n*^y) 7 jc^** 

95) 2- (3- (2- (5-^f^-2-7x-WW->-4-'f;i') 
x^y) 7x;^^f^) 7nyC>®. "J-h V7A£ N 

96) 2- (3- (2- (5 - ^f^-2- (4-xf;i/7xx;v) ^^V- 
15 )V-t-4)V) x^y) 7 A>f-*) gft& 

97) 2- (3- (2- (5 -^f-^-2- (4 -7*n fcfjW7 x.=.fr) **^y 
-)V-A-4)\') xh^ry) 7jc:x;u^;i,^*) 

98) 2- (3- (2- (5-**fr-2- (4-^V7'nt>7xz;l/) 

20 99) 2- (3- (2- (5-^f^-2-7xxwy-^-4->f^) x 
h*ls) 7x-;MfW) 

100) 2- (3- (2- (5-*^- 2- (4-7f^7xxji/) 
;l/-4--f;l/) xh^y) 7x-)l/^Wt) 

101) 2- (3- (2- (5-xf;i/-2-7xx;i/t^rty-^-4-^fJl') 
25 xf^y) 7xx;MfW) 

102) 2- (3- (2- (5-^f"/U- 2- (4-^>^;P7jc-;I/) 
-)V-4-4)V) xh^y) 7xx;Mf;l^ft) gfc&, 
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103) 2- (3- (2- ( 5-^^-2 -v?n/\*i/;i/**-^/-rt,- 4- 

104) 2- (3- (2- (S-t+P-Z- (4- (-2-^fJVyot» 7i 
-^) *W/-*-4-<{*) x^y) 7x-*;t?-A'?-*) gfc$ N 

5 105) 2- (3- (2- (5-^^-2- (4-t-yWx^Jl/) m 
V-;t/-4->f ;v) xF+y) 7i^^m) ftgL 

106) 2- (3- (2- (5-^f-;w-2- (4-'>^n^4r'>^7x-;w) * 

4 -* f *) ^h*v) 7ai-;i/^^;w^^) 

107) 2- (3- (5 2- (1, 3-v^^r-9-^>^>-5-^^) 
10 ***7 , -A'-4-'fA'* h*v) 7x-;i/^f-;Wf-^-) gj=g, 

108) 2- (3- (5-^^-2- (4-^V7*Ofc>7x^;V) 
;V-4 --f;l/^« h^rv) 7i-;Wpt^;l/^^) gfcgL 

109) 2- (3- (2- (4->f^-2-7xx;i/tW-;i'-5-'f^) 
15 110) 2- (3- (2- (5-*^;i/-2- (3, 4->^ h*v7x^;V) * 

*ir/-*-4 -4*) x^y) 7x-wfm) ft®, 

111) 2- (3- (2- (5 2- (4-^W^7->'> - 1 -4 *) 

4— f *) xF^v) 7 gf^ 

112) 2- (3- (2- (5-^f-;V-2- (VfU 

20 4-4)1') xh+y) 71-^^fiVft) gfcgL 

113) 2- (3- (2- (5 -^f-^-2 - (ft7x>-2--fJl/) 
-;]/-• 4 -^f;i/) x|.^y) 7 jc^;m ^rt/f-*) gfc^ 

114) 2- (3- (2- (5 -*f-JU-2 - (4-^W5/7x-;i/) * 
**tV-)V-A-4 )V) x^yj 7x^f^ft) gfcg, 

25 115) 2- (3- (2- (5-^f-^-2-v^n^>f-;i/^4r-9-V-;i/-4- 
>f;i/) Jih^v) 7xx^fW) 

116) 2- (3- (2- (5-*-f^-2-v?n7ntf^**-9-y-;t,-4- 
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117) 2- (3- (2- (5 2- (4- (1, 2, 3-f7?T7- 

5 118) 2- (3- (2- (5 2- (4- (4-^^;V-l, 2, 3- 
f7V77-*-5-f*) 7i-;i') 4-' f J-h^v) 

119) 2- (3- (2- (5-P<f-^-2- (7 7>-2-^;W 
-4->f;V) xh^» 7x-;Wpt^;V^^) 
10 120) 2- (3- (2- (5-^^;W-2- (b , 'Jv ? >-4--f;P) 
;V-4_^;i,) aih^v) 7ai-;l/ptf-;^^) gfc^ 

121) 2- (3- (2- (5-^*-2-7i^**-r/-;l'-4->r;i') 

122) 2- (3- (2- (5 2 - (tf V 3 — f ;V) ^^y- 
15 *-A-<iA>) X^y) 7xX)MfWt) 8fc$, 

123) 2- (3- (2- (5-^fA'-2-7x-fl/tW-Jl/-4-'f;l/) 
■x-h^fS") 7ac-;i/>f-;^^-) -2-j*-^ ^-/o^K • x?-;wil.zx;k 

124) 2- (3- (2- (5-^f^-2-7x-WtV-^-4-'f^) 

20 125) 2 - (3 - (2- (5 2- (1, 3 — v^^-^r^^ >y>-5- 
126) 2- (3- (2- (5 -^f-;W-2 - (1, 3 -v**-<M 5 - 

4*) **-9-v-*-4— f*) x^y) 7x^n^» ttzii 
8 . ft-^w, 
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1) 6- (3- (4- (4-^f^7x-^) f7 > /-;V-2-'fWf^y) 

2) 4- (3- (4- (4-^fJV7i-^) f7V-;P-2-'f;MF^y) 
5 3) 6- (2- (4- f7 , /-;l/-2-^f;^h^y) 

4) 2- (5- (lf7i-;W-4-^;U^ - 2--l>D7x-Wf;V 

5) 2 - (3 - (tf7x-;l/-4-'f /M h*v) -4--hD7x-Wf^ 
10 f-*) ftgt- ^^;ujc7.t;K 

6) 2- (3- (2- (5 - 2 - (4-F'j7WD^f;i/7x-^/) 

7) 2- (3- (2- (5 -^f-;P-2 - (4-7il/tn7x-^) *3Mf-V- 
15 ;w-4-Hf;v) xF*-» 7x-;Mfw*) fti-.^f^xxf*, 

8) 2- (3- (2- (5 -^^^-2 - (4-^DD7x^) t^W-fr 

9) 2- (3- (2- ( 5 - ^ f Ji' - 2 - 7 x-;vt^t V*- Jl/- 4 - 'f x 
h^-'y) 7x^^) - 2 - ^ f ;i'7'n A f >K • ^ f ^x^f ;K 

20 10) 2- (3- (2- (5 -^f-^-2 - (4 -- Fo7x^) a-^-g-y- 
;u-4 — f*) xh+y) 7x-^^fWt) S^-^^x^t^k 

11) 2- (1- (3- (2 - (5-^f^-2-7x-HW-Jl/-4- 
-OW) x^y) 7jq-;u) x-^;i^*) $=gg . ^ f;i/X7r >K 

12) 2- (3- (2- (5-F'J7Wn^fjl/-2-7xxHW-Jl' 
25 _ 4 _^ ;l/ ) jch^v) 7x^;Mf;^t) ffig?->f;Vx^fJK 

13) 2 - (3- (2- (5-**fi'-2- (2, 2-i?7P*U-l, 3-v 
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14) 2- (3- (2- (5 -^^-2 - (2, 3, 5, 6-f 

5 15) 2- (3- (2- (5-*T*-2- (3-^do-4-^^7i-JI/) 
fr***/-*- 4 ->f )V) .x.h*v) 7x-«/^f;i/ft) ftU-^f^ 

16) 2- (3- (2- (5-*f-*-2- (4-hV7;^o^f#y7ir 
^-^r^y-;w-4 -4 A') x.h*v) 7x^wt) 8^-^;i/ 

10 -i-Xx 

17) 2- (3- (2- (5-^-^-2- (3, 4, 5 - h U * h**>7*:=. 
A/) ^-^•9-V-;P-4->f ^) Xf^y) 7x-WfW) INK-.**-*' 

•x.*x>K 

18) 2- (3- (2- (5-^f-;u-2- (4-^^;u^-*7ji^;p) 

15 V-;i/-4->f xKv) 7x-;wwt) • ^A'X.xxJW 

19) 2- (3- (2- (5-*f-A--2- (3--fn-4-^f;V7x-;v) 

A -4*) ^V^r'y) 7x-)MfWt) gj=$ • -?-;Wx.x 

20) 2- (3- (2- (5->^;W-2- (1, 3-9***4>r>-5 - 
20 >r/u) *^r^V-;u-4-^;H xh+y) ,7x^;u) S|.^f^xxf/i', 

21) 2- (3- (2- (5 2- (3, 4, 5-h'^h^y7x- 
n0 ^-^•9-v-;v-4-'f ;w) i|>+y) 7x;^) g{=$ . ^fjl/XXf;K 

22) 2- (3- (2- (5-^f^-2- (4 - h V 7JU*u* h#y7x- 
;w) *-4 -4 )V) x^b^v) 7x-^/) SK-^mfJK 

25 23) 2- (3- (2- XS-tf-fr-l- (2, 3-^ 
***4>r>-5-4 )V) ****S-)V-4 -4fr) x^v) 7x^) 
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24) 2- (3- (2- (5-*1-Jl'-2- (4-h'J7^tn^f;wf t7x 

25) 2- (3- (2- (5-*f-*--2 - (4->7;7x^l/) 

5 JU-4 — f;V) xf^y) 7xx;i/>f;i^ft) ftK-^f^iXf^ 

26) 2- (3- (2- (5 2- (4 — OA^y;p 7 jc^;I/) * 
W/-*-4->fA') ^h*v) 7jcx:;u) ft® • 

27) 2- (3- (2- (5-^f-;U-2- (4-y7 WU7x-;i/) * 
*VrV-*-i-<< J-h^r^) 7xx;i/) SK^f^f^ 

10 28) 2- (3- (2- (5 2- (^*7jc^-2 -'f >W) 
-;w-4 — f /U) J^h^v) 7xz^) gfcg£ • ^^•x^xA'. 

29) 2- (3- (2- (5-***- 2- (77 >- 2 ->f Jl/) * 
-4-4*) xh^y) 7xx^) BHfe • ^f^x^f ;K 

30) 2- (3- (2- (5-*^*-2- (e«;v?> — 2— W >U) 
15 )V-A-4)V) xf^-y) 7x-;W) ft|J-^f^x^f;K 

31) 2- (3- (2- (5-*f-*-2- (4-^^;W-l, 2, 3-f-T^ 
7^7-^-5-^^) **1f % /-*-4— f*) x^y) 7i^;i/) gj=& • 

32) 2- (3- (2- (5 2 - (2, 3, 5, 6-ff77^D 
20 -4-^^;V7oi-;k) * ^ 4 -4*) xf^fy) 7i-^) • 

33) 2- (3- (2- (5-^^-2-v^D^^v;l/^-^y-;l/-4 - 
>f;i/) J^h^v) 7jc-;W) ftK* ^f-A^JC^T-^ 

34) 2- (3- (2- (5-^^-2-v^n^>f-;i/^4r-9-V-;l/-4 - 
25 4*) ■X-h^ri') 7ix;i/) ftR-^f^f^ 

35) 2- (3- (2- (5-*^fl'-2- (fcT »J y >- 3 -4 *) **"9-y*- 
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36) 2- (3- (2- (5 -**)V-2 - (fcf ')*J>-4-<< A) 
;W-4->f;W) xh^» 7i-M SK^^W^ 

37) 2- (3- (2- (5-^f-^-2- (4 f-JHf 1 A) 

5 38) 2 - (3 - (2- (5 2- (4-^Wt7x^) 
7 > -*-4->f/l') x^y) 7i-^) • ^f;l/x^f^, 

39) 2- (3- (2- (5-^^^-2-v^n7 p ntT;V^^^V-; l ,_4 _ 

40) 2- (3- (2- (5-^-^;V-2 - (*y»J>-2— f A;) 

io 4— x^^y) 71-^) ftK-^f;vx7f;K 

41) 6- (3- (4- (4-^f*7i^)f7'/-*-2 — fA* Hr*» 

42) 4- (3- (4- (4-^f^7x-;V) f7 4 /-;V-2-'f W h+y) 
7i-*) 

15 43) 6- (2- (4- (4-^f*7x^) f77-^- 2 A* h*v) 
7x-^) 

44) 2- (5- (IfTx— A-4—f A* h4r-» -2 b U7i-;M f- 
*•?•*) 

45) 2- (3- (l£7x— A- 4 -4*'* -4 hn7x-;M f- 

20 

46) 2- (3- (2- (5-^^A-2- (4 - b 'J 7**o^ f;V7x-^) 
t^tV-;l'-4-^^) X>^y) 7x.-)V*+)\,?-*) 

47) 2- (3- (2- (5 2- (4 -7H07 ol=.)V) 
-;U-4 A) Xf+y) 7xxWW*) gj=g % 

25 48) 2- (3- (2- (5 2- (4-^OD7xx;i/) 
;i / _ 4 _^ ;l/ ) xh^y) 7xXfl,^Wt) 

49) 2- (3- (2- (5 - ^f ^ - 2 -7xx;l/t*t/-;l/- 4 ->f ^) 
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50) 2- (3- (2- (5 2- (4--hn7x^;i/) jj-^-g-y- 

51) 2- (1- (3- (2- (5-^>W-2-7i-;t'**^V , -;l/-4 - 
5 3Lh**s) 7x^;i/) if-***) gj=g N 

52) 2- (3- (2- (5-hy7**o*?-;l/-2-7xx;k***J-y-/i, 

53) 2- (3- (2- (5-*f-*-2--(2, 2-5^7**n-i f 3-v 

10 IH& 

54) 2- (3- (2- (5-p<f-;U-2- (2, 3, 5, 6-f f77^n 

**) 

55) 2- (3- (2- (5-^^;V-2- (3 -*no-4 -^f*7xi*) 
15 **-9-»/-*-4— f A') xh^y) 7xx;MWt) 

56) 2- (3- (2- (5-^>W-2- (4-h V7**n> ^v7xz 
^) ***2/-*-4— TA0 x).^y) 7xx;MWi) 

57) 2- (3- (2- (5 2— (3, 4, 5-h'J^h + v7xx 
V) 3MM^/-A'-4-'f *) Xh^y) 7xX)MfHt) INS. 

20 58) 2- (3- (2- .(5 2- (4-^fm7xX^) *4r"9" 

y-;v-4-^;v) x^y) 7i-wfm) iMfc 

59) 2- (3- (2- (5 2- (3 hn-4 -^f^7xx^) 

4-**) x^y) 7.x;i*;r gft& 

60) 2- (3- (2- (5 2 - (1, >^>-5 - 
25 4 Ik) s^W/-*-^-"^) xh^fy) 7xx;i/) gfcg % 

61) 2- (3- (2- (5->f-A—2- (3, 4, 5 - h 9 ^ f *~>7 ^ 
*) **-9-y-^-4— f^) x|> + y) 7x^) gfcg, 
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62) 2- (3- (2- (5-^;V-2- (4 - Y V 7;i/*n* h*v7 . 

63) 2- (3- (2- {5-*f-JU-2- (2, 2 — ?7**n- l, 3-5> 
5 ft^. 

64) 2- (3- (2- (5 -*f-*-2 - (4-h'J7;i/*n^W*7x 

65) 2- (3- (2- (5-*f-;i/-2- (4-v7/7x^). tW- 

10 66) 2 - (3 - (2 - (5 -^^;W-2- (4-v^da^7x-JI/) * 
^V-;W-4--f;V) Xf#y) 7xx^) gfcg % 

67) 2- (3- (2- (5 (4->7 W5y7x-;i/) * 
^•9-V-;u-4-^^) xh+-» 7jl-;w) ftflt 

68) 2- (3- (2- (5 2- (f-*?* >- 2 ->f *) fr***/ 
15 -)V-4-s[)V) JLh^ri/) 7xx;P) 

69) 2- (3- (2- (5 -^f-^-2 - (77>-2-^f;V) **-9"V-Jl/ 
-4-> f;W x^'» 7*=*) 

* 70) 2- (3- (2- (5 -^^-2 - (fcT'j v>-2--f ;i>) 
;i/-4 -^f;b) x^y) 7xX^) gf=$, 
20 71) 2- (3- (2- (5-^^-2- (4 1 , 2, 3-f7i? 

72) 2- (3- (2- (5 2- (2, 3, 5, 6-fh77Ho 
-4-^f^7x^) ^^7-^-4-^^) Xh4r'» 7x-;P) gf-g, 

73) 2- (3- (2- (5-^^;V-2-v^o^^i/;w^4r^y-;l'-4 - 
25 xh#y) 7x-*) BHt 

74) 2- (3- (2- (5-*-^-2-->?n^^>P:t*^y-;i,-4 - 
4P) xf^» 7x-;U) gj^ 
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75) 2- (3- (2- (5-^^-2- (tT V v V- 3 -4 *) **"9-V- 

76) 2- (3- (2- (5-^f-A—2- W- 4 -4 A-) *3MJ-V- 
5 77) 2- (3- (2- (5-^^-2- (4-ptf-;Hf^^y>-l ->f;i/) 

78) 2- (3- (2- (5-*f-^-2- (4-^Wt7x-;u) ***9- 
V-;l/-4-W^) x>^fy) 7x-^) 

79) 2- (3- (2- (5-^^^-2-v^nynvf;l/^-^^y-;w-4 - 
io 4;w) xh^» 7x-;i/) K-gL 

80) 2- (3- (2- (5-^^-2- (*yy ^-2-4*) t*^/- 
;P-4 Xh^y) 7jc^;P) gfcg^ 

81) 5- (3- (2- (5-^fA'-2-7x^W-*-4-'f;i') 
xKv) 7x-;W) -2, 4-f77'J^rA 

15 82) 2- (3 - (2- (5-^f^-2 - (3-hV7;Vtn^ h^v7xx 
;v) **ir/-*-4->f *) x.h^-» 7x-;w) INBfe- ^^J-xf-ZK 

83) 2- (3- (2- (5-^^-2- (2-h'J7^n> h+y7xx 
jv) 4—**) xl-tv) 7x-;w) ftS-^f^xxf^ 

84) 2- (3- (2- (4-^f^-2-7xxWty-ji/-5-^;i/) 
20 x^y) 7xX^)ftg.^f^fK 

85) 2- (3- (2- (5-^^-2- (3 - HJ 7Jl/:*n * h^v7x- 

86) 2- (3- (2- (5-^f-;w-2- (2-f'J7^n^ F^>7xx 
)V) tZ-yrV-fr-A-J )V) x^y) 7x-;|/) BHfc. 

25 87) 2- (3- (2- ( 4 -* f-JU- 2 -7x-^^fty-^- 5 -4 )\<) 

z> m-%<D$m 4 Efto-ft^o 
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Sequence Listing 
<110> 0N0 Pharmaceutical Co.. Ltd. 

<120> Carboxylic acid derivatives and medicines containing the same as the active 
ingredient 

<130> ONF-2923PCT 

<150> IP 10-058444 

<151> 1998-03-10 

<150> JP 10-087560 

<151> 1998-03-31 

<160> 3 

<210> 1 
<211> 85 
<212> DNA 

<213> Artificial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response 
sequences 

<400> 1 

tcgacggagt actgtcctcc gcgacggagt actgtcctcc gcgacggagt actgtcctcc 60 
gcgacggagt actgtcctcc gagct 85 

<210> 2 
<211> 9 
<212> PRT 
<213> Unknown 
<220> 

<223> Nuclear localization signal derived from SV-40 T-antigen 
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<400> 2 

Ala Pro Lys Lys Lys Arg Lys Val Gly 
1 5 

<210> 3 
<211> 9 
<212> PRT 

<213> Influenza virus 
<220> 

<223> hemagglutinin epitope 
<400> 3 

Tyr Pro Tyr Asp Yal Pro Asp Tyr Ala 

1 5 
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